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Abstract: 

Compounds represented by the general formula [I]: [I] [wherein R<1> and R<2> 
are each hydrogen or C1-3 alkyl; R<3> is hydrogen or C1-6 alkyl(except n-butyl); 
R<4> is hydrogen, hydroxyl, or C1-3 alkyl; R<5> is a cyclic, saturated or 
unsaturated C3-6 aliphatic group, or a linear or branched, saturated or 
unsaturated C1-9 aliphatic group; Ar is a cyclic, saturated or unsaturated C3-9 
aliphatic group, or a linear or branched, saturated or unsaturated C1-9 aliphatic 
group; and n is an integer of 0 to 2], The compounds exhibit an activity of 
bringing about a high blood GLP-1 concentration and are therefore useful as 
diabetes remedies, preventives for chronic complications of diabetes, 
antiobestics, and so on. 
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(57) Abstract: Compounds represented by the general formula 
PK PI [wherein R 1 and R 2 are each hydrogen or C'u alkyl; R 3 
is hydrogen or Ci* alkyl( except n-butyl); R 4 is hydrogen, hy- 
droxy^ or C1.3 alkyl; R 5 is acyclic, saturated or unsaturated C3-6 
aliphatic group, or a linear or branched, saturated or unsaturated 
C1.9 aliphatic group; Ar is acyclic, saturated or unsaturated C3-9 
aliphatic group, or a linear or branched, saturated or unsaturated 
Ci_ 9 aliphatic group: and n is an integer of 0 to 2], The com- 
pounds exhibit an activity of bringing about a high blood GLP-1 
concentration and are therefore useful as diabetes remedies, pre- 
ventives for chronic complications of diabetes, antiobestics, and 
so on. 
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m&mmL, M t ftmz\tM7L\*N-7x=.)V*)V*~)\'7s y y ^;i/75 ys, 
n- ( 1 — 7 x~;i/7ji/* -;P7 5 y x^;W 75 ys, n- (2—7x^7 

25 ;V3}N-;P75yx^;i/) 75 y*, n-^^i^i^xii^s y y^75 y 

N— (1— i-7^)lX)l*-)l7 75 y*, N- (2— ^7^ 

;i/7;v*-;P75yx^;i/) 75y*^£tf£>n> +-c&n-7xx;|/7oMn 
x;u75yy^;i/75ys, n- (2-7x-^;v»75;if;W 75 
ys^**»*bvi. 
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n— 7U -)VX)V*~)V7 5 y c i - c i o 7)\s*m )vn^ t ts )V 
n^-r )vm\z±m<D7 u -^xji^xji^ 5 y gs-w-rs c i - c 6 7;wi/g 

^k^w^-owx, n- (i— 7x-;i/7;M^;U7$yx^;W ^wt^-f 

5 JW3k N- (2-7i-HW-Jl/7$;ifW ^W^-Ol/S, N-^7 
^^^-^^/y^^JW^;!/*, N- (1— ir7?)WV*=.)l7 

*;wt^-r;p«, n- (2— ^7^7;i/*x;i/7$/x^;i/) ts 
)vn^ )V&m&mf e> n, tnN-7i x;u* ;w*x;i/7 5 y y ;w\* 
^-f^S, n- ( 2 — 7 xx;ux;i/3fcx ;P7 a j x^;W *;wx*-f;W6, N- 
10 (2— ^-75 L ;Px;^-;i/75/x5 i ;i/) #;w\*^;i^aw£Lv>. 

N-7U -Ji/7>;i/^x;u75 y Ci - c 6 7;p3^*>*;^^aittt, n-7 
u -;w^^*-;P75 / c l - c 6 7;i/n+->*;u^x;wsttt, ±ih©n-7 >j 
-;u7N;^-;i/75/*^c 1 -c 6 7;U3+^;^-;i/*ic«^Lfc*$rlc 

15 N-^-7^;ux;i/^x;P75y^h^>*;i/^-JUS, i - ( n-7i^x;p 
*-)V7^J) Ih^^*JH-JH, 2- ( n-7i-;vxjv*^75;) 
lh^i/A>stfzjHiWen, tft)N-7x-MJl/»75;^ h 

20 7U-;i/7jW7 7 ; e-f;i'St«, 7;i/7 7^;uaK±iE©7U-;i/g^«m 

7U-;^;P7 7 : t-r;p^->aii:tt, 7;i/7 7^;i/3-*^K:±f3©7U 

25 & ^-7^7;i/7 7 ; E'f;i/^vS#^#ife>n, >fT*>7xx;i,7jW7 7 ; £ 

7 u -;P7> ;P7 7 ^ ;i/C 1 - c ! 0 7)V*)Uj ;wt* <* ;vs t ft, ±ib© 7 u 
-;utji/7 7 =e< ;w c 1 - c 1 0 7;^;u*;wt ; e-i' ji/Sic:fi&L£S£j§ci?fc l 
, A#^ic^f!jA«7x-;i/x;i'7 7 ; t-r;i'^5 1 ;i/*;i/A ; £'i';i/», ^SMi/* 



WO 02/053548 PCT/JP01/11267 

14 

)Vy 7 ^ frt^MJWW JHI)J5ilf^, *T t> 7 xX;i/7JU7 7 

7 u -;^^7 7^ ;wci - c 6 7;p3+^*;pfc;past JtiB©7 u - 

h*->#;i^x;t/g^jW£LK 

n— 7U -;v*;wtt-f juttt, ±f2©7 u ^Wfe&www ;pscn - 
B&Ufc£&j§ci*u B r #wic«^«7x-;i/*;wt ; e^;i/S, ^7^;i/*;p 
10 n^M^ffimf^tu ^rhy^jvijjw^^jmmnm^L^o 

ru-omt^ *;i/^-;v*(c±fB©7U-;w«^tt^Lfc*^s*b, m 

is t \$M x. y s M ;i/;t 4^>s> ^75 l ;u*;^^;p^^>'*^^tf e»n, f 

, +Tfc^>v^r;P7$7»ft&*8P*i/V>. 
' 20 n- (N-7n-r;i/7$y) Ci-Cio7;w4 i ;^;wN* ; E-r;w*t«, #jw\* 
^ ;i/^c±ffi©N - 7 ;i/7 5 y Ci - c i o 7;w*;wsa*«ifc LfcSSifti* 
u jm*wicw:«*«n- (N-^>y-r;i/75/^^;i/) #;w\^;i^ n 
- (i- (N-^>v>r;i/75y) x^;w *;wxt-r^s» n- (2- (n- 
75 7x^) n- (n-^75^#;p#x;p7 

25 ^w^-f;^ n- d- (n-^7^;1/#ji^xju7s/) x 

3\>w ^uw^-fjn, n- (2- (N-^-75 1 ;v^;v#x;i/7$y) x^jw 
i3frK*4M&mm\f*>ti* ^TfeN- (N-^>\/-r;p7$y^5 i ;0 ^ 
a*^;^, n- (2- (N-^>^;u75y) x5\>w j^wi*^**** 
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N-7D-r;U7S J Ci - C 6 7)V3*>'%))s7$~)\,&t\t, **i/%)Vtf~)l> 

atte±iB®N - 7 ck ;ut ^ / c i - c 6 7;p*;w£*«*&Lfc£**i* u JMfc 
Wfcttm«N-^>y-r;i/7^/^h^'>*;Pfc;i/^ i- (N-^>\Af 
;i/7^y) ih+^MzM, 2- (N-^>y<;i/7^y) ih^->M 
5 tfrjuat, N-^7^;i/^;^-;i/75y^h^^;i/fc;i/S, i- (n-^- 

2- (N-^>y-r;i/75y) ih^i/^M-M^ 
15 c 2 - c 6 7;p# y -f ;i^^>s<J:fcL 7ktt*fc±iE0 c 2 - c 6 tvwsj / -f 

20 ^. 

N-c 2 -c 6 7;i/^y-r;v75ysi:«, 7s/*^±iE©c 2 -c 6 7;^y 
-f;«*«mi,&»£»fcu *#WJctt«A«N-7ir5 1 ;v75yit, N-y 
□ t!^n;W75/», N-^u^ys/at, .N-^y^u;P75/», n 
-nwu;i/75/s,. n— -f yAi/u;v75 7*, N-tf/tp-OKf^/g, 
25 N-^>^y-f;v7^7S^^fe»n, *T*>N-7-fc^;U75yx, n-t* 
utt-)V7s.;m. N-trnp-r;i/7^y*^w^tvi. 

N, N- ^-C 2 -C 6 7;U^y-f;i/75ySi:^ 75/Xfc±|2©C 2 -C 
$7;^/^;^^-SJ|bfc»^ici*b. *#Wfc»W^.ttN, N-^7ir^ 
;i/75y*, N, N-i?7ntt-)V7S.S& N, N-^7^»J;U75/S, 
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U;V75 7S, N-7-fe^-N-tfAO-f;i/75yS^t^f t^-e^N 
5 , N-> ? 7ir5 1 ;U75y*> N, N-z?7utt-fr7S.;M, N, N-^V 
yPtf^7Sy», N, N-iS7?)V72.;m, N, N-> J t!AD^;i/75/S 
^*?£b^. 

7)i*)\smm&Ltcm&M&i>. ^mzitmx\tN-^)V7^ym. n- 

10 X^75/I, N-^DtfjW75/«, N— fV7°Otf;i/75y», 

;U75/8, N— f VT^KT^yS, N-sec-yW5;i, N-te 
rt-^75/S, N-^>5F;U75/S, N-^^>^75y*, N 

-^i/;i/75y», N-^yM^;W7$y»^«f<bt-u *T*fcN-y?- 
;i/7^ys, N-x^;W7sys, N-7°nt:;i/75ys, N—rvyntr;^ 
15 s;s> N-7^;i/75y», n— rv7^;u75ys, n- t e r t 
7$.smm-?)W%L\,\ 

N, N-v- Ci-C 6 7;MVl/7$y*£«. 75 y*f^lg!c 1 &^b 6 
MckD^^7;Wl/*^-fi^LfcS^lci*L, A#^t-«f!l^tiN, N-v>* 
5^75 y*, N, N-ylWS/I, N, N-^7°D tf;i/75 y 3, N, 
20 N-^V^DW5/1, N, N-y^JV75/l, N, N-ytert 

-7^;P75ys, n, N-^>^;P7^y*, n, n-^^7$;s 
, n - x^;i/- n - y ^)V7 5 y a, N-y^;i/-N-7°otf;i/75y^ n- 
-rv7Ptf;i/-N-y^;i/75ya, N-ter t-^-N-^ws; 
N-x^-N—r y7°otf^75y«#^we»n, •t'T&N, N->?y 
25 ^;w7sys, n, N-yiwsys, n, n-sm yyows/i, 

N, N-^7>;)/7$y&, N, N-yt e r t -73^75 y«, N-X^;i/ 

-N-y^;i/75y*, N-y^-N-7°ciif;K7$y^ n— rvynt?;!/ 
- n - y ?)vr s y n -x?^- n —f v 7u tf ;P7 $ y s^ws bv>. 
n- Ci - Ci o 7)v^ij)vn^)vmt\t. ts)vn^)vmz^mwi 1 
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fDVJVtlMk. N-s ec -^;V^;W\^-f N - t e r t -7>;i/# 

— ryyatr;^;w^-r;u*> n— rv^^ftjw^-f N-sec- 

10 r/^l^WW;^ N- t e r t -^M)Vn^)V^k, 

N, N-v-Ci-CioT^^^l/A^E-Y^i^ ^P/W 

fc£N, n--J^)Vts)Vn^)\/^ N, N-^X^WWWtt-OKl, N, N 
15 -^^atf^jl/A^;^ N, N-v^-f V^Ptf^^A^-r^S, N, N 
-^^l^WA^E'OUg, N, N-^tert-WMWJPS, N, 

n-iri^MJWtt-fjvZL n, N->?^->;^;PA^-r;^ n-x^ 
ji/— n— ^ frrt^ ;i>m, n - - r y y d tf;p - n - ^ ^i/^A^-r jm 

, N-ter t -y^l/-N-*3\)|/;frJW\^;i/S, N-x^;l/-N--r y 7 

20 ntf;i/^;wt ; e-<;^^^tf £>tt, *t?%n, N-v^^w^i/A^-f 

N, N-yX^J|/*;i/A^^fjH, N, N-y-fyynKMJW^'fjH, N 
, N-VttMJWtt'Um* N, N-^tert-^WMHM, 

n - x^-)]/—n - * wbw^ )vm. n -- r y 7°d tf n - ^ wtoturx 
25 N-c 2 -c 6 7;i/^x;!/;fr;wt^ji^<hte, *;vA^E-r;i/S(c^ic2^^ 
^ji/A^-r;^ N-ry;kft;PA ; £-i';^ n- u-:/n^x;i/) 

A^PS, N-fV^D^MMt'fm N- (2-^tx;1/) ^ 

L '1 
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nt-oi/g, n- (2-^vHzxji/) *;w^-f;w», n- (2-^x-;i/ 
w. 2 u 6 Met &s 7)i'5-~}mtf~wt&brcm*M&v, mfamzfemz. 

« N, N-^tf^l/^^/^-fJU*, N, ^--JT^)Vtl)Vn^)Vm, N, 

n-s> a - 7°p^x;u) ^jjwtt-fjn^ n, N--^-<y^D^-;i/*;w^ 
-r;i/*, N-y'J^-N-k*-;^;!/;^^;^ N-TU^-N-^vt/x 

10 x^jw^-oi'S, n-tu;p-n- (2-^>^x;w tDvn^)vm. 
n-7U;v-n- (2 -^-fexju) ^;ww;^, n-tu;p- n- (2 
-^\:7xx;i/) ^w^-oi^, N-7UJ1/-N- (2 -xt-^x-;i/) 
<;i/»^we>tu +t*> N-7U^-N-e^w^'f;n, n, n 
-^TU;u^;wt^-<;^ n-7U;v- n- (i-y c u^-)V) #;ww;i/ 

15 s^#W£U>o 

z.tfN-rs.yt^MJW^'Om, n-75/x?^1/#;p/w;i^ n- 

20 75 j^)Vij)vn=e^)vm, N-rs.j^u^vtijvn^)^ N-757 
^^ww^-ni^ n - 7 5 y a^t^jw jw^-i" ;n^$tf e, n, 4> 
Tt>N-7ay^5 1 ;i/*;wi ; E'f N-75/x^;i/#;wvE-r;i/», n- 
75 y t*p tr;^;wtt<;^ N-75 j ^)VJL^)vtDV?W)vmmm 

25 N-c 1 -c 6 7;i'3^^Ci-Cio7;^;^;w\^-f;i/Si:«, ±fH©Ci 
-Cio7;wv*^n^-r;i/St^ici^Vibi o^Ofr^;!/^^* 

^N-g^bfcS^lci*b, ft#:^lC«^J^«N-^ Y^y^)Vts)Vn^)V 
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N- d - C 6 7)V^^"ytl)V^)VC 1 - Cio 7)V^-)Vtl)V;^^)Vmt\t. 

io h+v^;i/fc;u^->;^;w^-r;i/S, N-ter t - 7b*zst!)i#-)l 

, N- t e r t -7h*z/%)V#-)l3i^)},%)W^ : E'()mmm£Vl\ 
15 N - C i - C 6 7 ^ - )V7 5 7 C x - C i o y-fl^iowwt^-f )vm 

t\z, Ci - Cio 7;w^;i/A^;i/««^ i 6j@<t D^§7;i/i3 
7sy ^>^;i/^j ;wt^£ >f n - 7 v =^>#;v^x;u7 a J ^*is)vt> ;w\* 

^-fJVm. N- t e r t -7Y*=/t))Vi£-)VT^;x.^)VX)\<rt^)mm& 

h^v^;pfc;U75/x^;i/^;VA ,; E-f;PS, n-* h^v^;^-;v7ay 
, N-ter t-yh+~>^;i/fc;i^75yx5 1 ;^;i/A ; E-r;i'S^$FS^^ 

o 

N- Ci - C 6 7)Vu^yts)Vt^)V7^.J Ci - G 6 7;i/P^>'*;^x;l/» 

Ci - c 6 7 )iu*i/jvy$~)m\zmm$k i 6-m& i9to7;io* 
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+^*;p2j?-;PS, n- t e r t-^h^r^UM*— ;i/75;xh^>ij^x 
;i/£3W3£tf5*L "Te^N-* h+^M~;V75 y ^ h+y*MxM 

^^y^n^y^MxM, n-* h+v-^;^-^75y7>^->^;i/ 

10 N-tert - ^ h+y^J^xjV75 y x ^ 

Ci -C 6 7JV+WStfi ttSMTf 1 JfeV^b 6fl«k t)^7;w* 

pK^**, -fV^alf;^**, -fV^I/ftS, sec 

15 -^l^**. t e r t -W-)Vf"*-&, *>5-)V5"*& tt^^Jltt 

x^^^-S, 7 c at?;i/^:*g, -f y^Dt;;i^^-*, ^i^ak tert 

N-Ci - C 6 7;V^7.;i/7 7^-f X^7 7^Ml:TO 1 fc 

20 ^L6fii;0^-57;i'^;^^«^L,fcS ; £lc*b, ^WfCttmtfN-^^ 

-f y^;V^^7y^;p*, N-sec-^H^j^JH, N-te 

25 5 1 ;1/7n;1/7 7 ; e<;1/^ N-A+yKJi/77^M> n-< f yA^v;ux;u 
77^M^tf5n, 4 j TfeN-^^;i/7;;W7 7 ; e-r;vs, n-x^;wx 

;U7 7 : E-r;^ N-fV7*O^Jl'77 : E^M> N- t e r t-7^;i/X 

;w77 : t-r;vs^w*tvi. 

N, N-v- Ci -C 6 7;i/^7;U7 7' ; &-r;VSi:^ ^^7 7€-fMfc 
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N, N-^-fu\^)V7,)ly7^)m, N, N-iMV7*a£;K*;W7 7^'OV 
& N, N-^:/3 L ^7JW7 7 ; E-1';i^ N, N-i?tert-^W7 

^^)VX)Vy7^)Vm, N-ter t-^^)V-^-^)V7,)Vy7^)Vm 

, n-x^-n— <v7Dtf;P7;i/7 7 ; E-i';i'M^tfe>ti, ^t^n, n 
io -ryyn^Tj^T^;^ n, ^-^^7.^7^)^ n, n- 

•^ter t -7^;^;!/ 7 7^;^, N-X^-N-^^^Tt-f^ 
N - -f V H Jl/ - N - ^ ?;PX^7 7 ^-^ JH< N-X^-N— f 77 

Ci - c 6 tvm^x;^^ x;i/7-< x;i/gK^3Sf£Sc 1 fc^ 1 6fi 

x^x;i/7-<x;i/S> 7nt;;i/7ji/7^x;i/S> -< v7otr;u7Ji/7^ 
x;ps, 75 L ;P7;P7>rx;^ > v7^7;i/7^x;i^v sec-7fM 
;i/7-fx;Hk t e r t -7^;i/7;V7^x;i/^ ^>5 L ;i/x;P7^x;i/S> * 
*s<>^)V7>)i7 j -ivm, ^v;^;V7^xj^ <v^->;i/7.;i/7^x 
20 ^M^tf^tt, ^Tfc^5 1 ;px;W7^x;i/^ x^;i/7;P7^x;i/S, 7p 
tf;i/7jP7^x;i^ -rv7nif;V7;i/7^xji'S> 7^;ux^7^x;i/S, t 

25 x^tjI/^x;^ 7p tf;i/7;^x;i/S> ^v7Dtf;i/7;i/*x;i^ 75 1 
;1/7n^x;^ <v7^;V7;i/^x;uS> s e c -7^)VX)]/*-)vm, te 
r t -7^;V7;i/*n;i/^ ^>3\>p;ui/*x;i^ ^^>^;i/7;i/^x;i/» 
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t e r t -7?)V7>)V*zjV8#imiZ\sto. 

Ci - Ce 7;u3^'>st «> ft*^ i em & o ftsmji' 

7 7*P 7h* s s& -iV^Y^m. sec-^h^l, 

TW^g, -f77*P#*'>*, 7h^->*. <77>^>g, ter t-7* 

Ci - c e 7)vu*i/ij)v#~)v&tn* *)v$~)im\zi%mwt 1 1 5 m& 

t e r t -fh**/*)^-)^ t^JVttz/ti )V-$-)V& 
15 > ih+y^M-m tW^^^x;^, -f v^p^^;P3J?-;p 

20 2 - 75 / - 2 - /^a^y*M-;H, 2-75y^^;i/ 

MzjH, 75y^>W+^*^zjH, 7syA^5/;p^^;i/3}? 

25 2-7^y-2-^5 L ;i/7'p#^^;wfc;i/S^w*bVi 0 

N- C 3 - C 6 P7;WU7^ 75 /£fc&*»3 fcV>L 6fflfc 

Ptf;i/7^ys, N-^D^;v75/i, n-v^p^>^;i/f$/^ 
N-->^P^'>;i/75y*w^tf e>n, ^%N-y^o7ot:^75ys 
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s/a, N-v'^P^->;i/-N-s/^P7 p pt!;i/7$ys^^fe)ti> 
t>N, N-^n^Dt:jv75;i, n, N-^e>^p^;i/75y«, n, 

N - 5? is2 P ^ >^)V7 5 / »^£F £ b Vi. 
10 C 3 -C 6 i/^D7Wt^v'ltlt mm®^«^3?5:^L6«§S 
^©7^^S^SmbfcS^S*b, ^^N-^^DT'D^yS, N-~> 
^P^h^v^ N-^P^>^;i/3-^>S, N-i^P^^l^*:^ 

^W~>n, ^t^n-^^p^p^^s, N-i/^p^>^;i/^->s, 

15 N-C3-c 6 '>^P7;wp*;^ : e-i > ^Si:«, ^w^-oi^c^ics 
& v> 1 6 rnu %mw;<D 7A*)vmm& t fca^it* u m«N->^n^D 
tr^^A^-oi^ N-^^p^^^A^-r;^ n-->^p^>^;v 

20 ^P^->;u*;wt ; E-i > ;i/S^wsbVio 

n, n-s>- c 3 -c 6 ^p7;i^;1'#jw\^;vS£«, ^Mt-fjn 

fcfllAtfN, n-^->^ n^n ^*^t'f;i* n, n-s?^d^;p* 
n, N->?->^p^>5 1 ;^;w\* ; E'r;i/S> n, n-v^da 

25 ^^JUA^^S, N-^^O^-N-^n^nWWMt-f^JS 
, N-^^P^^^-N-^^P^Ptf^^A^;^ N-i/^DA^> 

yptf;^;ww;i/S> n, N-^->^o^*M^;ys, n, n-5> 
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tf7^-;ps, £US5>n;Wfc t°'j^y-;H, tr^yu;^ fcfn 

7i?-)m> tf^U^-^S, fcfDUvx;^ ea'JrjH, ^;P*'J/*^ 
^7^/u;^ ^jh, tfusw** tr^^s, 

io tfU5^;VS, t!U^=;Wt, t^yj;^ tfaU^g, tf^n 

jws, 7it>^us?-;H, 7it>xnij-;n, s^>y7?-;va, v 

^>V # ft7i^S, y>/'J-M, ?tt7f-M, ^7^U^-;i/« 

20 , y^u^-^s, yu~;i^, ^>y-r$yyy;i^ ^>y^*ityu;i/a 
, ^> x /^77u;i/», ^>v r hU7Vy;u*, ^>»/79=;nt, ^i^y 

t^y7i-MWtf^ti, 4't?'bX5 1 l/>^t+>'7x-JH, 5M>y' 

25 mm^b < »^fe«ofiasix«^fi&»© Ci - c 9 j^rastra, i 
jWtf&n, *T?t>^5!s»i^vib6ffl^5ie«!RXtt^fttt©7;i/+;PS» 7 
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» 7?-)Vm, -iVfT-JVm. s e c -7*^** tert *>?)V 
& -f V^;US, s e c -7*^;PS, tert -^;H£«t*«ff*b^. 

5 e7;p^r-;i/*ttt, 0iR«t:-;t/g> 7U;i/«, i-7o^-;i^ <V7° 

D^rj|/S ) 'fy^f-JH, 2-^>f-;H> 2-MHi 

x;i,s, 2-a^H, 2-^7x-;vs^^^^n, +Tfcifx;i/g, 

^7;Mfx;i/£<h&, HAtfx^x;^ l -7°nt!x;]/X, 
10 , i-^>xx;Hk- i-a^v-x;^ i-a^-jH, i-*??~)Vm 

n- c a — c 1 0 7;i/^;v*;wt ; E-r;usi:^ #;wTO^;w*k:ifc** i &v> 
ui ofl<k?)3fe*7;^;i^t*««»iixfe3i**i*u JMfcWfcttWAtfN-.*?- 

AJWWJl^i, N - s e c-T^I/^WN^-Ol/g, N-tert -7^;U;*J 
—f VyPtf^^A^-r;^ N— ("J^)Vfi)Vn^)V^ N-sec- 

^Mjvn^-ovm. N-tert -^;p*;wt^>f N-^7^;i/^ 

n - c , -c , 0 7;^;i/^^;wt ; e-f jmtfe, ttivvn^ frmz&m 

xteK- ^jvj-tthn^ N-x.^)i^fj)v^^)vm, n-7o 
tf;^^;!/;^^;^ n— ty-fu&vttiDW^ n-7>;i^ 

sJ-^WN*^;^ N-tert -^ft*;l/A't^JH, n-^>^;i^ 
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N - s e c - ttfrtttDW^ N - t e r t -7>;W^*;Wt 
l&Vib3iRtt©C7-Ci5ft*3Sf*«ati:tt, ±B©7U-;W6*I»<, ft 

io A.\*7tt-7?\,-)vm. 7?°?>?)vm. 7>xv)vm. -r>xx;i/g, sji> 

fcDlfeViU5flWri51&Ub3j|ttt©«^«*»S3ltS «SU 5^L<« 

15 6io«iss^i<„ ) £&t mtfr^us^xm -fv^/u;^ -rv 

-Y>HU;U*, -f>^7>J;H, -f> FUJI'S, -f>F'J^M, x^l/>v 

t4y7i-M, #;wnVu;1/£, *?-v*ux;i^k ^y+fu^n, 

X, 7xt>7,D'J« ^>777-;H, y^>^t7i-;H, 
20 ^-^7t"-;I/S, ^^U^-^S, 7it'7-JH, 7itW^-JH, 7 

, xy^j^-M, y?7i?~)vm, ^fU^-M, :/ux;i*, ^>ws 
?W)i>m, *>*tt*wvj\& A>y^7Vu^s, ^>i/kutvu;1' 

^>777^H, v J bFD^>77^x;^ ^fl/>'W->7i-^ 
25 ^>^t7x-JH, ^?I/>^v7x-MWtlK 
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» ft \z m x a c 3 - c 5 <D#m t & 7)i*)im mm? & -s . 

r 5 «, fli*!***^ 7vFI, 75 yak awt-f^s, *;wtt>f 

jvm, -has, /\ny>st^ tHD*'>a6, 

-7^;WP7$yg, n, n-^77W75;i, 75;wm-*~>^ 
7^;w^;^n;i/S, n-75;^wmk;i«, 7»j-;he, n-7 

10 U-;K75/g> N, N-^7U-;V75y», 7U-JM-*~>X, rv-)vx 

;w*n;PiS> 7U-;i/x;i/*~;i/:t^>a, N-7U-;^;w*-;i/75y*, 
n— 7U -;ux;i/*n;i/7 5 j c x - c 6 7)i*)V7 $ / a, n - 7 u 
n;u7 5 j c , - c 1 0 7)V*M )vn^ jvm* n - 7 u -;K*;i/*~;i/7 ^ y 
c 1 -c 6 7;wn^->*;i/7j?-;^ 7U-;px;W7t : e<;1/3I» 7U-;i/x;V7 

15 7^M*'>i, 7 u -;w;P7 Tt-f ;vc ! - c j o?;^^*;^^ M 
, 7^-)V7,)vyr^)Vc 1 -c t 7)Vn^ij)]/^)vm, n-7U-;v*;v 
A^-r^S, 7n^;H, 7a=^i/S, N-7n^;H, N- ( N-7P-r;P7 
$;) c 1 -c 10 7;w^;WN* ; E-r;i/S, N-7D-r;u75yc 1 -c 6 7;i/n 
^~>^;^n;i/S, c 2 -c 6 7;^/-r;^ c 2 -c 6 7;kfry-r jutt^m, 

20 N-c 2 -c 6 7JU*/-f;i/75/*, n, N-e;-c 2 -c 6 7;wy^^75 

/S, N-Cj-CJ^WS/S, N, N-^-C 1 -C 6 7JW75;l 
, N~C 1 -C 10 7)V^rMJV^^)Vm. N, N-5>- C 1 -C 10 7;i/^* 

;p;t^E-r;w*, N-c 2 -c 6 7;!^~;i/#;!/A^;i/S> n, n-v-c 2 -c 6 

7)V^r^M)W^)m, N-7$;c l -C l0 7)V*)V%)M*:>()V& N 

25 -c l -c 0 7^3*^c 1 -c 10 7;p*;u*;wt ; E>r;pat» n-c 1 -c 6 7;ph 
+5/*;p#n;Pc l - c 1 0 7)V^-)Vtj)vn^ n - c x - c 6 7;vn 
;w^-;i/7 5 y c ! - c j o 7)V*M)in*-i n - c 1 - c 6 7>n*-># 
;i/fc;i/7^yc 1 -c 6 7;i/n^F^;i/7i?-;vs, c 1 -c 6 7;i/^;i/5 1 ^ n 
-c 1 -c 6 7;w^;V7 7 ; e'i > ;^ n, n-7-c 1 -c 6 7j^^7 7 
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c 1 -c 6 7JWi/x;i'7>f-;i/S, c x -c,7;w^;w*^;m, 
c 1 -c 6 7;W3^*>s, c 1 -c 6 7;i/n^v*ju^-;i/^ 7svc 1 -c 6 7 

N-C 3 -C 6 y^D7W7$;S, N, N-v-C 

3 -c 6 >'^D7;^;U75ys, 0,-0,^07^**^ n-c 3 

5 -C 6 '>^n7K;WJWW;H, N. N-y-c 3 -c 6 y^o7MM 

fc«fcH, E«eb<^^om«U<»^IS»i©C 1 -C 9 ie«iK», c x - 
10 C 6 7;i/3^^ C^CJ^MtS. N-C 1 -C 6 7;WV75/S, 

n - c j - c 6 7;v+;i/*;uA ,; E-r n - c l - c 6 7; wi^** wt^r )v 

Stt© C 7 - Ci 5 ««««l»Xtt 5 gb< tt 6 l©MSgb< ttfetJK? 

, »*®^R^iis^63ft**«kt)atin«**js^sist^afcD 
15 U5«^rr*i^b3ant©ifi*5?«sts (5Xtt6^o«*ms*i»<. ) 

TV>Tt>J;V>&*##3&g<Z>»ifc£#, 7S?FS, 7-^yS, 

20 C 3 -C 9 I&Jte^*, 77JWH, N-77JW75/S, 77MWy 

75;^;p*;wsH=i;i/*, N-75;ww;v/^'f;n, 7U-;u*» n 
-7U-;i^7$ys, 7 u v'** 7U-;^M-M, 7U-;i/x;u 
n - 7 u -JK*;i/*~;i/7 5 / c x - c 6 7)Vn**/%)\,tf~)V 
7U-;i/x;i/7 7^;v«, 7U-^77^M+yS, 7U-;ux 
25 ;P7 7 : E'T;i'C 1 -c 10 7;^;i'*;w-^'f;i/S» 7U-;Px;U7r ; E-f;Pc 1 
-c 6 7;wn+'>*;wfc;us, N-7U-;w*;^ ; e-r;us, ru^ovm. 7 
n^v^ n-7d^jh, c 2 -c 6 7;^y-i';^ c 2 -c 6 7;u*y-r;i/^- 

-r;w7sy»> N-c r c s 7W75/i> N-c 1 -c 10 7;^;^;i/;t 
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^)Vm. N, N-5?- C r C 10 mjWJW\ ,; E^JH, N-C 2 -C 6 7;i/ 

t 5 y c ! - c , o 7)V*M ;wtt-f n - c x - c 6 7;i^ c j - c a 0 
r)\>*)\,ft)vn^)\/m, n- c x - c 6 7;m^'>*;ufc;wc x -c , 0 7;i^ 
5. c r c 6 7J^HJl/7^jH, c 1 -c 6 7;i/n^^a, 

c i - c 6 7;io * >'*;p3j?-;PS, 75 y c , - c 6 7;up ^ts)V^)vm. 

N-C 3 -C 6 ^D7JWI/75;l, C 3 -C 6 y^D7Wt+v'«, N 

-c 3 -c 6 ^P7;i^;i/;fc;w\^>>i/S, -fs^yj^n, -f^yy- 

10 twj>>~;]^ trnu^n^*, tfPU-;w», ^i^yyg, -fv 

^•^yu;p*, -yv^tvu;^ <f5^/y;ns, ^i^yy;^, **u- 
s?7i/u;u*, ^7yu;i/»> ^s^/y^** fiz^s, hU7i/u;p* 

#;wv/u;pafc ^yu-;p*> ^y^'J^vi, ^yy^s, ^n?-;i/ 
yzuvM. ^> , /ft7xzjn, -»yu=;w», ?tt7r-;n, 2-7 
20 ^>>y**n-yy;i^ ^>^77'ij;n, ^Wburyu;^ *»/y 

ttVil/3ilttflDC T -C 16 **»«m»^ 7-fe^-75 L U-;PS, 7^>^;i/ 

'JyJU. tf^vn;i/*, tfU5v^S, tf^yj;i/S> if 
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5 7x-JVS, ?tt7f-JH, t^t^-JI^ 7xt^-JH, 7itW 

, ^w^vu;^, ^>y^-y-i/'j;us, ^>y^7v*u;i^ 
io ;^t^o, a^a^wux^Tfeckv^^s^cDs^s^ Tkmm^ 7 

n^HCT. tHo^>l, 77J^J1'S, 7^;^r 
;P:fr*~>g, 77)V3r)Vti)l#-)Vm, N-7y)V^jVtl)W^^)im, 7U- 

15 , 7U-Jl/7UU7 7 ; E : -f;i'», 7o-f;i/S, 7D+yl, N-7a-f;PS, c 2 

-c,7;p*/-t;H£, c 2 -c 6 7^/-f;i/^yS, N-c 2 -c 6 7;k*j/ 
-f;i/75/^ n-c 1 -c 6 7;wkts/*> N-c 1 -c 10 7;i/+;i/*;wt 
^yv&s n, n-s>- c 1 -c 10 7;w^;wi ; &-r;i/S, N-c 2 -c 6 7;i/ 
^r-;^;u;t^;us, N, N-5?-C a -c,r;P^m;p*;wtt-f,^a6, N- 
20 7$y c 1 -c 10 7;u+;^;wt ; e-r;us, N-c 1 -c 6 7;wn^^c 1 -c 10 
7;p^p;v*;wt ; E-f n - c x - c 6 7)vu^t))v^)vc 1 -c t0 7)v* 

fr%)Vn*<1)V&. C,-C 6 7W^7^^S, C 1 -C 6 7;Pn^vS, 
C , - C % 7)VZl*r*/1l)Vtf-)\>^ 7$ 7 C x -C 6 7)Vn*=y%M-)\,&, 

25 v:**iJVJ;Hk -fv^yu;^ ^u-yu;^ ^7yu;w& ^ir 
trusts* tf^-;^ tfuss^ws, tfu^-;us, 7U;i/» 
, rh7tHD77^;vi, *;v*u/*« ^v=^/u;n, -fv-r>HU;w« 

, x?P>y^y7i-M, ^l/U-;US» 

i>^>Vyy~)im, y^>^7xx;H, ^>7-f5^/'j;n, ^ 

k 
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yvttwvjvm. *<>wtvv)\&* ^>vyy^)vm, u-vyv** 

->7xX;i/ST&D, i & U b 3 %&<D C 7 - C x 5 MifffS^, 

^v#*in/u;i^ -ry^yu^, **i^/u;!/g> ^7Vu;hfc 

5 ^x-m fcfUSWS, tf7^-;PS, tfU5^x;i/S> fcfU^vn;U8, 7 
^2: 1 D 1 b 5 li^TS 1 ttVJ h 3 SSti©$i§?f #StS ( 5 X\t 6 

^->7x-;vs, *t!/'J=^ ^ywj-M, ^>y77-M, v 

10 ^>W7i-M, 7xt^-7-Jl/$, ^>y-f5^/'JM, ^>V* 
Aril ttfcfcfoK**^ 7-7FS, 75/S> ^WW^S, SUW^-f 

15 x;p*JS, Any>Rf, tKa^rv*, 

77;i/^WM^i^i, N-7^;wi/*;PA ,; &-r;i/S, 7U-;i^ n-7 

U-;P7^yS, N, N-v7»J-;V75 7*, 7U-;M^>g, 
N -7 U -;K*;i/*x;i/7 syCj-c 6 7; WV7 5 7 & N - 7 u 

x;^7 $yc r c 10 7>v^M)vn^ n - 7 u -;^;p*x;i/7 5 y 
c 1 -c 6 7;P3^v^ji/^-;i/^ 7U-;px;i^7T ; e-i';u*, 7U-;U7;i/7 
t t-r 7 u -;kx;U7 7WC!-c 10 7H;w;m ; t'fM 
25 > 7U-;i/7.;i/7 7 ; E-r;pc 1 -c 6 7;m^^;i/^x;ps> n-7»j-;p*;p 

;t^E-f;VS, 7D-01/S, 7U^y|, N-7D-f;H. N- ( N-7D-OI/7 
57) C r C 10 7WMM^M, N-7Dl';i/757C 1 -C 6 7;m 
*->#Jl>#r:;U£, C 2 -C 6 7MS*1)Vm, C 2 -C 6 7M/<1 
N-C 2 -C 6 7J^;^jI/75/I, N, N-> ? -C 2 -C 6 7;^7i';U75 
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)vn^)vm, N-c 2 -c 6 7)v^r-)Viuw^-i)vm, n, n-v-c 2 -c 6 
7)v^r^M)vn^)vm, ^-7^y c 1 -c 10 7)^Muw^)vm, n 

5 -C 1 -C^7)]/^^yC 1 -C l(i 7)V^)V^)Vn^)V^ N-Ci-CeT^n 
3r=/ft)VT$-)\,C x - C x ^7)V^r)Vt!)Vn^)^ N- C x - C 6 7^n^->* 

jm? -;i/T $ y c i - c ! o 7; wi^wt^ ;i^> n - c t - c 6 7;m ^^^j 

-C 1 -C 6 7;WUX;U7 7 : E'1';^ N, N-^-C.-CeTWX^y 

io ^ji/S, c 1 -c 6 7;w^;i/7^-;^ c 1 -c 6 7^;i/Xji/^;i/»> 
c 1 -c 6 7;un^r->^ c 1 -c 6 7;pn^->*;i/fc;^ 7^y 0,-067 

3 -c 6 ~>^o7;^;u75y», c 3 -c 6 ^D7;k*;M-*vg, n-c 3 

-C & iy^7U7)V^ts)Vn^)Vm. N, N-^-C 3 -C 6 y^D7MM 

l 5 »rr s i & ^ l 3 m&ommi$mmmx\mm&&T°wmnT^T *> 

7)vu^m, CrCeTWfti, N-c 1 -c 6 7;v^;i/75y«, n- 
20 c j - c 6 7;i/^;i/^j ;wt^E-f n - c x - c a r^j^t* jwi^-i- 

^^^fiOI^^Iil^lT^tfei^TOSSi, 1 ft^b 33814 
©C 7 - Cx 5 ^m^#^SX« 5 gb < « 6 JI<Z>tt*3Uk < ftSBfcJBH 6 , 

•♦KTOrflWJKw 5&**«fc oatftt*«*#?s i atm^fc d i v 

5 fi^T* 2 fcV>L 3 (fib, 5*b<tt6A©tt*ai 

v77S, ^hPS, Aoy>«f, hKo^yi, StttOfilftigb 

<tt*«^®c 3 -c,iti»fc£, N-7^;^;i/75/*, 75 
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u-;ps> N-7U-;u7a/s, T'J-;i/^v«, 7 u -^TJWfr-m 
7 u -;i/x;i/*-;i/#* ->s, n - 7 u ~;ux;p*-;P7 s y c j - c 6 7)Vu * 
i/%M~)VM. 7U-;ux;i/7 7 ; &-r;i/S, 7U-;u;ui/7 7 ; E-f;M-*v* 

5 , 7U-;Px;V77 : e-r;i/C 1 -c 10 7;^Ji/^;wt ; E<;^ 7U-;v*;i'7 
7^^c 1 -c 6 7;i/3^'>*;^-;^> N-7U-;^;w^-r;p*> 7p 
-r;v3k yp^yl, n-7d-t;ps, c 2 -c 6 7;i/#y-r;i/S> c 2 -c 6 7;w 
Ay^f^yl. N-c 2 -c 6 7;^y^;i/75/», n, n-v-c 2 -c 
6 7;i^/-r;i/r$y*, N-c 1 -c 6 7;wu75y*, n-c 1 -c 10 7;^ 

10 )v^)vn^)m. n, n-^- c 1 -c 10 7;wv*;wt i 6-f;wi, n-c 2 
-c 6 7;P'ir-;v*;w^-r;i/*, n, N-v-c 2 -c 6 7;^n;^;w^'f 
N-75/c 1 -c 10 7;wi'*;wt ; E-r;ws» n-c 1 -c 6 7;1'P*v' 
c j - c j 0 y^^A-JWt^ )V3L n - c ! - c a 7;U3 *5/*;p#=;pc , - c 

15 c 1 -c 6 7;v3^r^;P^-;^ 75/ c 1 -c 6 7;m^->*;u^ 

n;wSv N-c 3 -c 6 y^D7JVW5;i, c 3 -c 6 >-^D7;^;^+ 

tM^~;i/&, H^u^n;^ tfauv-^x, i£DU-;vak t^uy 
20 y^-^/u;^ -f v^7v*u;Wfc -fs^yujus, wyjjn 

, ^it^7yu;^ ^7l/U;PS, ^7^7VU)WI, ^XZiA&s hU7 
yum t!U^S> tf7^-;PS, tf'JSv-;VS> tfU^-^S, tf7 

yum hpu;u«, tf7-;n, 7m 7^u^~;wg> -ry^yu^ 
25 *jw^/'Jjh, *^-y*un;m, *;^'J-^i, ^ 

i-y^u^-m 7xt^i. 7it^t^^«, ^>y-r$^y 
ijjh, '<> t ;t^;ijjn l ^>i/WJ*3fc ^>yh'J7yj;n, 
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i^vib3^tt0c 7 -c 15 Dkm%%mm^ 7±.j-7?u~)vm, r# 
*?>?)i>& r>xv)im> -f>f^n, 7x^>*u;nsTfc!K 5^u< 
tt6M©itmm^ -fvt+t/'jjn, -I'v^jyu;^ -rsyyu^a 
5 , ^*u-y*u;ws, ?7yu;us, ^7^7 v /u;us> ^x-;i/S, euswas 
, tfU5^-;u«, ifU^-JH, t^yu;i^> enu;ns 

m^mmm <5*l<«6*©«*3S£&i&<. ) t^u^jv*, -rv* 
io yy;i^ -rv'f >hu;ws» -f>^/u;wt, ^>hu;^ ^>i«u^ 

7x-JH, ?tt7f-iH, ^73^7-;i^ 7xty-J«, 7x?"*tf 

, ^>^$^;u;H, ^>i/**^/u;^ ^>i/^ryu;vs, 

20 75 *;wxiE-r;was, tuvtf^isjvm. v-7/g, -hPX, a 

ny>s^ kHn^ 77K^i, N-7^;^;V7SyS, 7?;i^ 
jm**^** 77;Wk&;w*-;wak n-77;^wm^;h, 7U- 

, 7U-;WX;i/7T ; E-f;^ TD^JH^ 7D+yS, N«-7n-f^S, c 2 

25 -c 6 7;^/<;vs> c 2 -c 6 7;^y-r;v^'>», N-c r c 6 7W/ 
-<;P75y», N-c r c 6 7MJk7S/S, n-c 1 -c 10 7;w^;w\* 
^)VM, N, N-7- CrCjo?^*^^^ n-c 2 -c 6 7;v 

ir-M)W^^)vm, n, N--7-c 2 -c 6 7;i/^;i/^;i/A ; e-r;ni, n- 
75 7c 1 -c 10 7;w^;w^-r;i/*, N-c 1 -c 6 7J^+yc 1 -c 10 
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7)V^)Vti)vn^ n - c x - c 6 7;i^*~>#;i/#-;i, c , - c x 0 7;i/* 

Ci-CeT^n^v*;^-;^ 7^/ Ci-CeT^n^e/^;^-;^ 
N-c 3 -c 6 >'^D7;i/^;i/75ys, c 3 -c 5 '>^D7W^>'i, -r 
5 vttWVMk <v5 l 7^u;i/«> ^uvu^s, fj'/um ^x- 

, fh7tHn77-;n, ^;^uys, -fv^yu;p«> -yv^ofu;^ 

v^>V*7^~;i^ y^>W7i^H, ^>w$*vu;ps> ^ 
io >y^i^i/u;vs, ^>v>7v*u;u£, ^>y*7^-;vs, *^v>¥** 

^> -f v**uvu»*, -ry^7\/u^s> ^u-yu;i/*> ^vu;^ 
^x-;i/S, trusts, tr^x;^, trus^-;^ tfu^7-;us, 7 

^s/7i-jn, ^ti/'J^s, ^/^trux^s, ^>y77zjn, >? 
20 w/u^g, ^>y^7y*u;i/«> ^>v*7^x;pg, ^kKn^^/77; 
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R x > R 2 , R 3 ^ R\ R 5 WAr«BufB®lc*^T^o ]X%2n% 
fc&fa<Dtt&m&& 1 6* 1 5 Icwf. 
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H 


H 


i-P 


1219 


9-CI-Ph 


H 


H 


i-P 


1220 


9-CI-Ph 


H 


H 


i-P 


1221 


9-CI-Ph 


H 


H 


i-P 


1222 


9-CI-Ph 


H 


H 


i-P 


1223 


9-CI-Ph 


H 


H 


i-P 


1224 


9-CI-Ph 


H 


H 


i-P 


1225 


9-CI-Ph 


H 


H 


i-P 


1226 


9-CI-Ph 


H 


H 


i-P 


1227 


9-F-Ph 


H 


H 


i-P 


1228 


9-F-Ph 


H 


H 


i-P 


1229 


9-F-Ph 


H 


H 


i-P 


1230 


9-F-Ph 


H 


H 


i-P 


1231 


9-F-Ph 


H 


H 


i-P 


1232 


9-F-Ph 


H 


H 


i-P 


1233 


9-F-Ph 


H 


H 


i-P 


1234 


9-F-Ph 


H 


H 


i-P 


1235 


9-F-Ph 


H 


H 


i-P 


1236 


9-F-Ph 


H 


H 


i-P 



n= 

H 3-CONHCH 2 Ph-4-MeO-Ph 2 
H 3-l-4-n-PrNHCOCH 2 0-Ph 2 



H 3-1-4-MeO-Ph 2 

H 3-1-4-PhCOO-Ph 2 

H 3-l-4-MeNHCOCH 2 0-Ph 2 

H 3-CH 2 OH-4-MeO-Ph 2 

H 3-MeOCH 2 -4-MeO-Ph 2 

H 3-CI-4-CI-Ph 2 

H 3-F-4-OMe-Ph 2 

H Ph 2 

H 4-Me-Ph 2 

H 3-Ph-Ph 2 

H 4-CI-Ph 2 

H 3-F-Ph 2 

H 4-MeO-Ph 2 

H 4-PhC 2 H 4 0-Ph 2 

H 4-EtNHCOCH 2 0-Ph 2 

H 3-n-PrNHCOCH 2 0-Ph 2 



H 4-n-PrNHC0CH(Me)0-Ph 2 
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R1 


R2 


R3 


R4 


R5 




n= 


1237 


9-F-Ph 


H 


H 


i-Pr 


H 


4-Me 2 NCOCH 2 0- 


Ph 


2 


1238 


9-F-Ph 


H 


H 


i-Pr 


H 


4-t-Bu0 2 CCH 2 0- 


Ph 


2 


1239 


9-F-Ph 


H 


H 


i-Pr 


H 


3-MeOCH 2 -Ph 




2 


1240 


9-F-Ph 


H 


H 


i-Pr 


H 


4-MeOCH 2 -Ph 




2 


1241 


9-F-Ph 


H 


H 


i-Pr 


H 


4-i-PrOCH 2 -Ph 




2 


1242 


9-F-Ph 


H 


H 


i-Pr 


H 


4-Et0 2 C-Ph 




2 


1243 


9-F-Ph 


H 


H 


i-Pr 


H 


4-H 2 NOC-Ph 




2 


1244 


9-F-Ph 


H 


H 


i-Pr 


H 


4-MeNHOC-Ph 




2 


1245 


9-F-Ph 


H 


H 


i-Pr 


H 


4-MeHN-Ph 




2 


1246 


9-F-Ph 


H 


H 


i-Pr 


H 


4-Me 2 N-Ph 




2 


1247 


9-F-Ph 


H 


H 


i-Pr 


H 


4-PhCONH-Ph 




2 


1248 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Me-4-Me-Ph 




2 


1249 


9-F-Ph 


H 


H 


i-Pr 


H 


3-F-4-Me-Ph 




2 


1250 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CI-4-Me-Ph 




2 


1251 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Me-4-CI-Ph 




2 


1252 


9-F-Ph 


H 


H 


i-Pr 


H 


3-F-4-CI-Ph 




2 


1253 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CI-4-CI-Ph 




2 


1254 


9-F-Ph 


H 


H 


i-Pr 


H 


3-PhCH 2 0-4-Me- 


-Ph 


2 


1255 


9-F-Ph 


H 


H 


i-Pr 


H 


3-MeO-4-Me-Ph 




2 




5 
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50 

mi 4 






«Ar 


R1 


R2 


R3 


R4 


R5 


n= 


1256 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Me-4-OMe-Ph 


2 


1257 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Vinyl-4-MeO-Ph 


2 


1258 


9-F-Ph 


H 


H 


i-Pr 


H 


3-i-PrO-4-Me-Ph 


2 


1259 


9-F-Ph 


H 


H 


i-Pr 


H 


3-F-4-OMe-Ph 


2 


1260 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CI-4-OMe-Ph 


2 


1261 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-MeO-Ph 


2 


1262 


9-F-Ph 


H 


H 


i-Pr 


H 


3-1-4-EtO-Ph 


2 


1263 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-i-PrO-Ph 


2 


1264 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-n-BuO-Ph 


2 


1265 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-PhCH 2 0-Ph 


2 


1266 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Ph-4-MeO-Ph 


2 


1267 


9-F-Ph 


H 


H 


i-Pr 


H 


3-C0 2 Me-4-MeO-Ph 


2 


1268 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CONMe 2 -4-MeO-Ph 


2 


1269 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CONHCH 2 Ph-4-MeO-Ph 


2 


1270 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-PhCOO-Ph 


2 


1271 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-MeNHCOCH 2 0-Ph 


2 


1272 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-n-PrNHCOCH 2 0-Ph 


2 


1273 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CH 2 OH-4-MeO-Ph 


2 


1274 


9-F-Ph 


H 


H 


i-Pr 


H 


3-MeOCH 2 -4-MeO-Ph 


2 



5 
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*1 5 






R1 


R2 


R3 


R4 


R5 


n= 


1275 


7-l-8-n-PrNHCOCH 2 0-Ph H 


H 


i-Pr 


H 


Ph 


2 


1276 


7-1-8-MeO-Ph 


H 


H 


i-Pr 


H 


Ph 


2 


1277 


6-MeO-9-|-Ph 


H 


H 


i-Pr 


H 


Ph 


2 


1278 


6-1-9-MeO-Ph 


H 


H 


i-Pr 


H 


Ph 


2 


1279 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


0 


1280 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


2 


1281 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


4-PhCH 2 0-Ph 


0 


1282 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


3-F-4-Me-Ph 2 


1283 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


3-CI-4-Me-Ph 


2 


1284 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


3-Me-4-CI-Ph 


2 


1285 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


3-F-4-CI-Ph 


2 


1286 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


3-CI-4-CI-Ph 


2 


1287 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


4-PhCH 2 0-Ph 


2 


1288 


2,3-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


0 


1289 


2,3-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


2 


1290 


2,3-Pyridyl- 


H 


H 


i-Pr 


H 


4-CI-Ph 


2 


1291 


4,5-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


0 


1292 


4,5-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


2 


1293 


4,5-Pyridyl- 


H 


H 


i-Pr 


H 


4-F-Ph 


2 
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z.ftt>\k-&m<Dn, mtisft&mk.\sx\t* mz.& 1009, 1011, 1 

0 1 6, 1 0 1 8, 1 0 2 3, 1 0 2 6, 1 0 2 7, 1 0 2 9, 1 0 3 0, 1 0 
3 2, 1 0 3 5, 1 0 3 8, 1 0 4 0, 1 0 4 3, 1 0 44, 1 0 4 6, 1 04 

8, 1 0 4 9, 1 0 5 1, 1 0 5 2, 1 0 5 4, 1 0 5 6, 1 0 6 3, 1 0 7 2 
5 , 1 0 7 3, 1 0 8 4, 1 0 8 7, 1 0 9 0, 1 0 9 1, 1 0 9 2, 1 0 9 3, 

1 0 9 4, 1 0 9 5, 1 0 9 6, 1 1 0 0, 1 1 0 1, 1 1 0 4, 1 1 0 8, 1 
111, 1112, 1113, 1116, 1119, 1120, 1121, 11 

2 2, 1 1 2 4, 1 1 2 6, 1 1 2 7, 1 1 3 1, 1 1 3 5, 1 1 3 6, 1 1 4 
2, 1 1 4 3, 1 1 4 7, 1 1 5 8, 1 1 5 9, 1 1 6 2, 1 1 7 0, 1 1 7 1 

10 , 1 1 7 3, 1 1 7 4, 1 1 7 5, 1 1 7 8, 1 1 8 0, 1 1 8 2, 1 1 8 4, 

1 1 9 0, 1 1 9 7, 1 1 9 9, 1 2 0 0, 1 2 0 1, 1 2 0 2, 1 2 0 8, 1 

2 1 0, 1 2 1 3, 1 2 1 9, 1 2 2 0, 1 2 2 5, 1 2 2 7, 1 2 3 0, 1 2 

3 2, 1 2 3 7, 1 2 4 1, 1 2 4 2, 1 2 4 8, 1 2 5 1, 1 2 5 3, 1 2 5 

9, 12 6 0, 1261, 1266, 1282, 1283, 1286, 1290 
15 , 1 2 9 3m&mtf Stt> $>Xhl 0 1 1, 1 0 1 6, 1 0 1 8, 1 0 2 3, 1 

026, 1027, 1 029, 1030, 1032, 1035, 1038, 10 

4 0, 1 04 3, 1 044, 1 0 46, 1 048, 1 049, 1 0 5 1, 1 0 5 
2, 1 0 5 4, 1 0 6 3, 1 0 7 2, 1 0 7 3, 1 0 8 4, 1 0 8 7, 1 0 9 0 
, 1 0 9 1, 1 0 9 2, 1 0 9 3, 1 0 9 4, 1 0 9 5, 1 0 9 6, 1 1 0 0, 

20 1 1 0 1, 1 1 0 4, 1 1 0 8, 1 1 1 1, 1 1 1 2, 1 1 1 3, 1 1 1 6, 1 
1 1 9, 1 1 2 0, 1 1 2 1, 1 1 2 2, 1 1 2 4, 1 1 2 6, 1 1 2 7, 1 1 
3 1, 1 1 3 5, 1 1 3 6, 1 1 4 7, 1 1 5 8, 1 1 5 9, 1 1 6 2, 1 1 7 
5, 117 8, 1180, 1199, 1200, 1201, 1202, 1208 
, 1 2 1 0, 1 2 1 9, 1 2 2 0, 1 2 2 7, 1 2 3 0, 1 2 3 2, 1 2 4 8, 

25 1251, 1253, 1261, 1266, 1282, 1283, 1286, 1 

290, 1293 (Ditsmmm^. 

[i] x^nzit&mz* &rF<Dnm&A-Hxmm~rz>z.ttfx% 

So 
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(SSI IS) 




[II] 



5 Arii mzv>m$t*m'?2>] T*$n*^«I&-ttSt; [III] 



0-««[IV] 



10 R 5 ^Arli iafBCDiti**^-r«]^Sn5fl:'&4S»*'&^rSCi: 

tt**JBHT, - lOCC^eW*^, ff^L<«-7 8-3 Ot\ 0 
15 . 5-9 mm. $?3;L<«1 2-2 4P#r^^-B:?>^t(CJ;D-« [II] 

OtrCJUTU 0. 5~9 6«*|BK $?£b<tel 2-2 4WfMS^S-&*. 



R 5 -CN 




[IV] 
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>TMEDA* ^D-^M7s^S.y HMPA, JfifcU^tf-Mfc^tf &tt, 
^jre&JBSftS&SiLTte, m^n-T^U?^ sec-^ 

3£<!:^-e£3^\ [I I] TS^tl^^^*fbT2~l 0^* 

, ^L<tt2-3ii©tl, l~10fi, ^b<ttl. 5~2^*©± 

tB-«5$ tin] T?^$nsTU-^-hUjpsffiffl-rs. 

10 (i2I§) 

^t-^s: [ i v] 




[IV] 




[V] 
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[5S«f, R 1 , R 2 > R 8 , R 5 SL^Ar«HSE^*^-r^.] T?*$n«^«J 
10 75 K, IHfJUXfJK H«*3 t ;i'X;WI/, 7-fehxHJ;k j*3^7 

;i/3-jk x^7;i/3-;u +yvx truvx )V?p>, Hi/ 

<5^t^-e^§^ ait, ±B-«a [i v] t^n^in*fbTi. 2 

-10*1, ff*U<ttl. 2-2»0±?BHK5£ [V] T?*Sn*7^U^ 

(113:01) 
20 — M [VI] 



[5*f, R 1 , R 2 , R 3 , R 6 0Ar(t lME0*ift&Wr*] 




R 



[VI] 
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*-5dtK:<fc0, [VII] 




[VII] 



•c*s#, affray w^tfti/^a^-; 3 &*siaw©#«ET, 
w^.«2, 6 -;i^s>>©«te*£fc»Hi4' t, w*fc£w©«fciiysfc»©# 

□-;k x^7;i/n-;K n-:/n/v-;k ^>ifx tfUv> 

15 , ;kP>>X MkO, 3^>l/>, 1, fb7tH077>^ 

20 Sj&i0MXS;^^«p-bJH>XM>|, I> U 7;k*P**>;Ukfc 
^^>x;i/*>|fe<8?©^;w*>ft ;*8K, M)7;v^-nffi», IBM©** 

25 ^> w^-hu^A^tf e>n, 4 , t?t) ; E^a.7—>-^*wjiT*-5. 
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zzttf ji^, ±ih-^ [vi] nmznzfcsmzttLxi. 2 

-10m #?£L<«1. l~5 0m 0£b<te3 

(^4Xg) 

[VII] 



R 5 

R 1 , R 2 , R 3 > R s ^Arll BiflB©ic*^*r§] T^£tt5fc£r 

10 m*. msismmmm**?. mimt^m^^t\z^r)-^ [vi 1 n 



[5S4U R 1 , R 2 , R 3 , RTOrlt ltfIf2<Z):f Sk^TS] T*£nsfc£ 

z.\mm<t*m® & 5 &ii^&mte&i©#£T-e 5-96 mm, ^i<«i2 
20 y>. fcmtzmtZo 
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;k B8*;W1'XXt-;k 7-fehxhUJK ^^7^3-;^ i^tj^- 

5 )W ^>ifX *>^X WPXX *i/Vy. X-7-)Vs 1. 4-v^-9-> 

sutan^sa*, as, ±ie-K [vii] *e*$ti*^*fc»UTi. 

(I5IS) 

^^-^ [VI II] 



«Atffh5kHD77> (THF) 0«k3fciISfc#«»&<K MM 



20 
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itz>z.t\z&y, -f&5£ [I] 




[I] 



R\ R 2 , R 3 , R s RtfArfct «HB©*«c*^rrs] T&snsfl^ 

5 frfo-vmrntzumiz, mwtt,GtoxxtKfo&fttz&-D rami arr* ztifi 

fcfi3fcS7G8J£IBtrvr5~9 6NfK, $?i;L<tel 2~2 4WW^i±-5>^ 
10 5 ~ 9 6 B#|SK £?£b<«l 2~2 4^pra*^S#*C:tt«k0, EfStt^lgf 

;k s^^^xx^;k 7-fehxhu;k *^)V7)vn-)\,, x^r^n- 
;k ^>t?x *i/u>. h;vx>, ^->i/>> x-^;k i, 4-i?^i^> 

, ^dd^m, i, 2-^dpx^>, Hj£onx*>, h;px>, ^v- 
20 u>4S#8Fjirc&a. 
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zzttimzzifis as, ±ib-« [viin -cssnsft^ftic^i/Ti 

. 2~10^*> $f£b<ttl. 2-2«©jt7C«I*ftffl*r5. 

5 ny^;K mtea&^we>n> +Tt>iox/^^A«stt«««fipan?** 



s*T?«ifflsn*^MtUTtt, MAttiEft 7;i^-^a> <um, * 

[i] T^^n^>^tin«pjBgT^§„ 
s^rm, s&T£»&*fiaT3 i: £ £«k & , ±ta-«5£ [i] T^^n 

15 <t0ff5Hi**T#S.. 



20 ps*, R s 0Arit MiBo«#**rr*] TS^ns^^sfe^-r* 
itras, «*.«±c-«a [ix] niBiznzik&Mtmw^m&Gm 

] 



1 1 v] Tuattsfc^ttia, hkss; [ i x] 




[IX] 
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N(R,R) 



[X] 



f nsM^^HlM^TjiDit^ c tick D , -hbkix i ] 



5 r 5 , Ar0Rit «rjH©«#*^rra]T^*nsft:^Kf*'&j*r* 

10 ©t*£fi&, jftb<tt0~l 5 Or, 0. 5~9 6m fftb<«12~2 

^^Vi«--hT0t:^C)M©M«, ^L<«ioo~3 0ot; 

, o.' i~9 6iFi, $?^l<«o. 5~2mmm&-$ j &%zt\z&v). kj&\z 

75 h\ 7"feh~Mi;k 7-fehX h)VX>s X-xJk 1, 4- 

20 , N-5>;WWvfrA7S h\ Hl/XX *">WX 7"fehX X-t'M fh 




[XI] 
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Ifv^D [5. 4. 0] ^>TiJ-7-I> (DBU) , 1, 
5 [4. 3. 0] y^- 5-X> (DBN) ^©^3M«75X f^^TK^ 
fb^HJ^A, 7K^b*U^A^©7;i/*U^M7j<m^ 0iJ*Jf;*JU t 

U ^JS7^n^r-> F ; #l*.«7.K$Hb7J U 7Km^b^ h U ££^©7;i/7J U & 

io hux^;u75>, n, N-^yyaifjuwsx zkm^hU^A, 

±IB-te [IX] Tg$n5^l3[^LTl. 2 
15 ~10m ^K!il. 2~2»I1OTI, 1. 2~10«, £F 

£ l < « i . 2-2 ^©itfbv^;^ )\>*mm-fz>o 

20 ±IB-«« [XI] T&£n*fc£to*»WfcW«»^+fc*V>T, tfiJAfcfrK 
IfeflS^- h U V A© J: 5 3><£>V*teTHFCD<fc'5 

iv] uasns^'fttcmrrs^t^T?**. 

xfiK 7-feh-bu;K y^;i/7;un-;k x^;i/7;i/p-;K ^>-t?>, * 

hM>, * s sV>. X-x;k 1, 4-^^It-X Th7kFD7 

?>, fh7t Kntr5>*#*tf&*u *Tt)^^7;i/p-;k x^;ut;p 

3-;k X-xjk 1, 4-v J ^it>, fh7tHD77>^MT^5. 
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hU^AX^-K ^hU£A*^7-h*©7;fcfry£K7Jl'3*5'F ; W 
^'J^A^©7;l/*U^P^m^^tfen, ^Tfc^UyA- t e r t -7* 



t^T^s. wfcfcf— tta [xin 



20 Artt, H«fB®lc*^Wt-§]T«n^1tU^«<h, R 5 -H (c^C 

»S^»HR^ [ XIII] 




[XII] 



HO 
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[XIII] 



H 



Kt, Arte, fllfEOjgftWrs] T^Snsft'&'KlSADyXbTU-^ 
10 jgjg&C 

(mi® 

HB* [X I V] 



[5fc+» PGH *;P#*^;P»©fii»***U, Arlt ii(HB©***3rr* 

15 ] "caansfb^&SHRsS; [v] 



* [XV] 




[XIV] 




[V] 
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XV] 



[S*, PGHt 75/£©fiHR££jSU R\ R 2 , R\ ArRtfPG&ftl 

IV] T«$n^b^i±IB-K [V] ©fc-&«j££, Sfi-CO. 5-9 6 

10 2-^DDI^>, hU^PDX^>, Efift;&3& N, N-^^WMvJkk 
75 h\ Sii?;HXfJK SS^fJUXfJk *?;U7 
;vn-;k x5P;P7;Pri-;k ^->l^>, fcrv>>>, ;^^>, h;P 

"b^^;w7;va-;w x^;P7;vn-;K tfu^x jw^x n, N-v^ef- 
15 ;p*;wa7^h, h;knx 

5 ±IH-jKS [XIV] T?^3tt£<fr&*&fc#bTl. 

2~10m »*U<ttl. 2-2«©±E-«« [V] T?£«*nS75?U 

20 %)v$*>')vmQ®mmtvx\z. mzte*?)^ x^;u», tert-y 
yjwv&mmvf e>n, **c*>*^;va, x^;u»> tert -:/3\n^ ^ 
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7V)Vtt$s%)V#-)V&> tert -7b*i/*lM-)Vg&<D 

^>i?;^+->*;i/#r:;i^^©77;^;i/^->*;^-;ws^ hU7x- 

10 [7of^f^7- tni-y*Z -4 9 - '»ir->A (Prote 

ctive Groups in Organic Synthesis), T 
. W. £f U — > (T. W. Greene) f, John Wiley & So 
n stt (1 9 8 1) #1 ] X\Z*ft\zm-fZ>Jjm\Zft?T?f?Zttf-t!%2> 0 
<*2Ig) 

15 -$B& [XV] 



R 1 , R 2 , R 3 , Ar, PGWPG 1 )! ffiSE®«*£W-rs] 
20 ®#ffiTW?t5Jlil:J: D-ISS [XV I ] 
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H-V-NHPG 



OMe 



[XVI] 



Melt jWP*fcwU R\ R 2 , R 3 , Ar^PGHt fftUOM 

(Protect ive Groups in Organic Synt 
hesis), T. W. ^U-> (T. W. Greene) John Wi 
ley & Sonst (1981) ^#B§ ] X&^n«T£:££l;:feT, 

15 ^Hossti:, - 1 0 0 *Cfr Z>®M<D®&Wl&, b < 0 ~ 3 0 "C, 0 . 
, 1, 2-i^DDX^X HJ^DPX^X N, N-^^^V^jVAT^ H 

20 , k^x^xxtmk ^m^^xxT 1 ;^ 7-fehxhu;K 

i, T-hytFvyyymtmfzn. firmuRfoumm& 
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oUv>>, N-jWUMU y>» N, N-y^0-'JX 1, 8-$>71f 
5 tfi/^D [5. 4. 0] 7>x#-7-X> (DBU) > 1, 5-7tftf3/£a 
[4. 3. 0] 7^- 5-X> (DBN) *0*3iUffl^75> ; WfcfeffefU 

>>>, 4-^^;PT$ytfus?>, tfnux -rv*/ 

©7;P* U ; h U 7 A* U V2*m<D7M U 

- t e r t-T^-K ^HJ^AX^-K ^hU^A^5 i 7-h^©7 
M V&M7A>3*5' H ; U 7A, h U $&&<D7M 

15 v 7°a tf ;wx^;V7 5 >m*& t> » So 

>-2, 3-^»M5F, 3-th'D^>-3, 4-^tFa-4-t 

*v-i, 2, 3-^>7hU7y-;^^fe > n, nfeN-tKo^M 

^^WM^Sh*, l-^5 1 ;P-2-7*n^fcfU> ? x^A7-r^y'r h\ N 
xX;l/7^^7*U;P7vH, N, N* -^^^5y;WJl/^-K N, 

25 n* -^x^i/x$^;i/^ifix-h, i-x^jp-3- (3-y^^7^y 

^M^$H, l-X^-3- (S-^WSy^DWW #JP#3? 



10 
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i~5o mm. u £ t < & i ~ 5 ^»©^iiii^JR^y x« i ~ 5 
(i3ig) 

-« [XVI] 




[XVI] 



R\ R 2 , R 3 , Ar, PG'MeU ffffE<Z)ii*WrS] 
15 UfcTOttffl«<K l&mfrbMm^fcfo^ZZitfc&Q-l&ft [XVI I 

] 

R 1 

.S 

H-^-NHPG' 

■f [ XVII ] 
R 5 

> 

[5£f» R 1 , R 2 , R 3 , R 5 , ArRtfPGHi MB3©jt*£^TT5]T^£n 
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mm. Kmrn^vr^mmmm^. ±e-«^ [xvi] -ea 

^>*>, X— t-;K 1, 4-$WrU-X fh7tHP77>> fh7th'D 

mm. ±&-®& [xvi] °vmztiztt,&mtzmsX2~- 

(I4H) 
-*S5£ [XVI I] 



R 1 , R 2 , R 3 > R 5 , "ArS^PGMt MSB Oi8c* SWTS] T«£ 



R\ R 2 > R\ R^Arti jKH30jft«*Wf*]T*Sn'5'fb'&« 



15 
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[yDf^f^f^'^-^ • -f > • *-U-y9 ' 9 s>±5/Z (P r o t e 
ctive Groups in Organic Synthesis), T 
5 . W. > (T. W. Greene) I, John Wiley & So 

n stfc (i 9 8 1) ¥#m ] x«*nicip*ra*tfete:aoT, wAJiimafias 

10 Ig©#8n»EJ&$ii:S H fcfcJ: D±SB-« [ I ] T«£ft£fb£%££jrr 

mum) 

15 fc*5, -jtt£ [X I X] 



fl*.«a-«5£ [xvi 1 13 




[XIX] 




[XVIII] 



20 



HO 
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5. 

(^2 IS) 

5 ±IB-«!S [X I X] t. -«5t [XX] 



[5£4», r 1 , R'.RWPG'tt, s&BBo^ftswr*] ifa^n*^-^ 

ft £#)<!:£jft uitlJ: D fc-ASsS; [XVI I] 



10 R 1 * R 2 , R 3 , R 5 , ArRtfPGMi, M«BO*5tc*Wr*]T?«*n 

09&«&«;& U 7 A© «fc 5 &jg^;«S£fflV>T 0 *CjO> zmmow 
15 jftfflJk $f*L<«5 0~1 2 0*0, 0. 5~9 6&m $?£b<te2~l 2f$ 

20 75 h\ 7th* hVM 7-feh>> Hl/X>, X-xJk 1, 4- 



R 

hs4-R 2 
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5 DU^>> N-^^l/H^U^X N, N-i^^JVTXUX l, 8-5>71f 
tf$/;7P [5. 4. 0] >}>x#-7-X> (DBU) > 1, 5~7^\i^^U 
[4. 3. 0] 5-X> (DBN) $©SS3»I&1»*75X flfctf** 

io »J&JS7;V3*>/F ; «A«**fl5*U^A, 7m<kirhVV&^<D7)V*V& 

b'jx^;P75>, n, N-SM77ntf;wx3\n>7SX 3K*flrf-M)tfA, 
**ft*U^A, *>J^A-tert-W-K :*-HJ *7AX^5-K ^~ 

ffi^ ±12-^ [xix] r&znzik^iz-ftLT 1 . 

2~2 0^S, jfSKttl. 2~5»©±f3-«5£ [XX] T^$*lSrts£ 

#e>nfe±t3-K [xvi i] T£$n5fc£*msBBi£c©&4ig, m 
20 b^a©^ 3-5 xs©^^t?±ib-«s: [ i ] -v&znzfc&mz&f&tz - 

(J&1IS) 

[xxi] 



25 
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asnsffr&ttfc-tes cv] 




[V] 



^$>>©£3fcffitt»ii+T*JRjft3ii\ HftS [XXI I] 



[5tt», R 1 , R\ R 3 > R 6 > Ar, L 2 te, MfS©lc*^Wf 5] T^tlS 

10 XI] T^$n§^t»t±|E-^ [V] T?«$ns^*t*» *»T?0. 
5-9 6 Rm #SL<tt3~2 4(#HEJ&$13:5. 

;Pn-;K x^;kT;Pn-;K ^>fe?x tfUs^x 

XX *->l/>, 1, 4-5?*^*>, rb7tHD77>$«&n, 4>T 
fc^Wl/T^-Jk JL^)VT)V^-)W fcfUi?X ;1^>>X N, 

*^t3&tT?#5^ fi#, _LBB— «i£ [XX I ] T^nSft^iffc^UTl. 
2~10«, Jf*b<ttl. 2~2^*0±SH-HES [V] TJ&SnST^U 




[XXII] 
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75 

(1121®) 

[XXI I] 




5 ««K R x > R 2 ^ R 3 . Ar, L 2 te. fliBOiSft&^-rs] T^snsffr&fc 
HRS [XX III] 

R 5 CHO [XXIII] 

XXIV] 




R\ R\ R 3 , R 5 , Ar, L 2 te, f&E©j£!ft&Wr*] Tg$n 
20 TOT&ffi£ttS^f»i£<hbTi^ K«fcS»»*Rff$3&:Vi'b©Tf»tl« 
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x^;i/7;un-;k n-yo/v-;k ^>ifx *~>wx ifO^> 

5 , h^XX 1, fh7tFD77>f 

o 
o 

SAT, ±IH-JRA [XXI I] ^$tl§M(:^UTl 
. 2-10fi, £F£b<tel. 2~2^*©±fS-« [XXI I I] 

20 n*7;prk^ i. 2-io§t, jf^Kiii. 2~2mm<Di&MM> i~ 

(f3I@) 

[XX I V] 



25 
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77 



M*, R 1 . R 2 , R 3 , R 5 , Ar, L 2 «, ttfBO****^**] T^StlS 
ffl3?-S££fc<kDE^$tt-jK!5£ [XXV] 



5 [5£<K R 1 , R 2 , R 3 > R«\ Arte, MUbim&M'tZA Tf^Stl*^* 

mSSffiViT, -lOOt^^IOMilE $?£b<te-7 8~3 0*0, 0 
10 . 5 ~ 9 6 B#fpl ^L<«12~2 4P#fTO&£-t*3 £ tT^rtBBIRRJ^fc 

>^>, X— t)V. 1, 4-SW^X fb7tHD77X fh7tKDt! 
15 7>^|lf^5^ ftfcWAtfX-^k fh7tHD77>, ->^OA+ 

£M^n§iMtLTli N,N,N\N'— x h^^^Xfl/^yJS 
>TMEDA, s\*rH-*?)V*Z*y$> HMPA, tlfc'JfOAWf^, 

20 Kfittffl^hSfiSLm W^Hn-^U^A, sec-^JI/'J 
*cit*«Tfr*^ aft, ±BB-«a [XXIV] ^$n5^i:^ttT2 




H [XXV] 
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~iofi> #*b<tt2~3«0aafc«yrrs. 
#6nfc±iB-«5S [xxv] T?**n*^«j»iaija5A©»4is©*as 
t?±ibhK5$; [i] ifaisns^Si^tts. 

5 HiSfeF 
(»1IS) 

HteS [XXV I ] 



cat* Aril fiWB©*ft*^rr«] «$n^<b-&tit-^ cv] 



^5>>0«fc3fc«tt»tt+"C*E«2"B\ -jft^ [XXVI I] 



[5fc+, RK R\ R\ Artt, t9IB©5t**WrS] ■ T«Sn«ft^ftfcS5 

15 

VI] T^SnSffr&fcjiifBHRaS [V] T^$nM-8rtl^^> MTO. 
5 ~ 9 6 mm, L < « 3 ~ 2 4P#|UIRjfc£ii:5. 

20 Kformm-znz^mmmtVTU, Efo\zmM®*%.&zfc^*>e>-z$>ntt 




SH 



10 
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;io-;k x^7;v^-;k ^>ifx tfu^x 
z>z.ttfrz%&. ±f3-« [xxvi n ~cm?sn%>fce>mzm,T 

10 1. 2~10fl, ^U<«1. 2~2^*©±IB-^ [V] T«n&7 

(3g2Ifi) 

[XXV I I] 



15 [5£«k r 1 , r 2 , r 3 > Arii «nB©iti*s^rrs] ^sn*^ft*jea 

JfeS^tRJ^S^SIltfciOfc-jR^ [XXVI I I] 



G£+, R 1 , R 2 , R 3 MArH IdflHOSflc&WrSD x^n^b^w 
X-MW8i^Z>z.£\zkr), [XXIX] 





CHO 
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R 1 

\^\_ / h R3 [XX,Xl 

tm&V 5 ~ 9 6 P$M, b < tt 1 2 ~ 2 4 BfrMEifiSii'* ZL£\Z& 

15 ±E-«5£ [VII] TSlSftSft^lKlMbTO. 

20 ©#£TT5~9 6B#F^ ^^U<«1 2~2 4l^r B 1M^^-a-§^^fc:J:D, £ 

25 ffifc SUfiUXfiK WK^^x^^k 7irhxhU;k ^Jl/JJV 
3-;k X3Ml/7;m-;k n-^D/V-Jk ^l/X t«Jy> 
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81 



, h;uxx ^s/i/x l, fb^th* 



X>, ^">W>^»jIT*5. 

KmrmmznzntLTfe, wutwk* mm. jut***, mm. yyit 
5 **** mmmm&<Dmmm;M%.tthV7)v*u'fcvm, wmt?*>* mt 



10 EfcT^SnSttflSMl/TKk ^AUtV+a?-^^ W7^'> 

5££^T#<5as, ±IBHft5£ [XXVI I I] -C*Stl-5^«fc»L/ 
T> 1. 2~10m jff£l/<«l. 2~2«©tt*aL 1-5 0«ft, 

(I3I@) 

[xxi x] 



20 [5£*k R 1 , R 2 , R\ ArU fHE©jS*S*rr5] T?SSn5flI^fttA 

[XXV] 
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R 2 

H [XXV] 



CS^ R 1 , R 2 , R\ R\ Aril tH^OM^^t^ X^H^t^ 

#e>n*r-« [xxv] r&zn&4t$%)zm^TmmmA<DM4xn<Dj3 
5 SKj^ifB-HK [i] T»mzn%ik&m^f&x%z>o 

*M7&mz. en x$&n%tt i Gtfooo%. r 4 ^c -c 3 7W 

10 Htt5* [VII] 



R 

[5$»K R*> R 2 > R 3 > R 5 > Arlt !9ffi©iSi**^rrs] T*&2tlZ<b&to 
t-ttS [XXX] 



S7M;i/A7< F££fc;£ii-aJ:£fc«fcDHR5S [XXXI] 



R 1 , R 2 , R 3 , R 4 , R 5 , Artt, MI3©«*S*r*r*] T?££nS 




R 



R 4 L 3 



[XXX] 
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sfltsjstt, ±K-«a; cvii] T««n*ft^*i:±iBHte« ex 

XX] tl$n57^A7'f F^»fi»T, '5-9 6Hf B l J? 

io n-;K x^y;vn-;K n-7°D/v-Jk ^>-t?>> *5/i/>, h;px> 

Z>Z\tifi-Z%Z>ifi, ±IB-^ [VII] Tig£n&fc£t|}£*fbT> 1 

15 ~5 0fi, *?3;L<&1 0~5 0 ^»tf)±f2H£iS [XXX] T^ns^ 

#e>nfc±tB-^ [xxx] x^n^^m^m^xmmiAmsjMo 

^»c«kt)±IB-«^ [I] 

20 Mjg&H 

-Jtefc [XXV] 




[XXV] 



25 [5£*K R\ R 2 , R 3 , R 5 ; A r ttWIB©***^rT*] T^StiS-fta-toS 



WO 02/053548 PCT/JPOl/11267 

84 

T#&at> sis, K^m^f^t^uy^u^m^^^mmmm^, m 
%m**#u umzMmtok $ tsM^ism^n^^rmuxr 5-96 mm 

io ;k ^>if>, 3r~>ux h;ux>, *isv>. x-x;k i, 4 

rat. ^^^wwisim ^v>, ^da», isv>^>u->^t#tf e 

Sit, ±13-^ [XXV] T^n^ft^Wl^LTl. 
20 2-1 0 mm. L < 1 . 2-2 ^S©$ft5!l£&fflf 5. 

mt^m £ L , &fc£®&-£&©lfi lJ:5t0GLP-l S^\©## h 
25 (tttfc&Ss) 
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bftm&ftiTjkm&ftMistco «*©glp- imm\ti$m<DmGLP- 1 

fcftttBu Student Tttfc&Jfll>TflWr*fr -tOttW^W**** 

i*) 

:9 



10.0-1 



o. 



UK 



0.0 









P<0.01 



















1116 10mg/kg?S 



EUiOlS* <k D , 3 0 ^»liT, lOmg/kg ©tt£fl£i3!#£n 

10 01***0, *f8M0^«tt7'j; Mc^TK^Jfr+GLP- lSm^STS 

WVijfiL'frGLP - l«ft*M*rs«tt*^LTVJ5Ct^6 
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86 

«&tfHR5$[I] 




R\ R\ R\ R\ R 5 , ArRtXnttillH©jaftSWrs. ]T« 
10 «7$/»K:*»t*»f«nlfefcUT^ fl*.fi£ttB£, m Wife*, 
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@#©8&r!lte> -£-<D£3;&8it »««iXJ4»*©»lRi:bT«a 

-io oa*%, £F£L<«5~i o oma%©^r«^&^tfnt^T#5. 
ip^oiiuxtt-> p v TM&omut, o . 5~io a*% 

25 

o. o o omg-e&D, «nt£#©^§-&, ibsd 
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0. 0 0 OmgW. ®-$®m$. &tt&&£Z£&mz£ 



m-mmommtw h?7 7\Z, TV-hibTS i l i c age l 6 OF 

24 5 (Merck) ^tiiS^l/TUVM^^fc. ^A/Bv-'J ^7^1/ 

tUTit Wakoge 1™ C-3 0 0 (ftytffim M^^Affi^U* 
10 LC-SORB™ SP-B-ODS (Chemco) ^fc&Y 

MC-GEL™ ODS-AQ 1 2 0 - S 5 0 (0jfcHfc«2EBf) l>£ 0 

i-Bu : <V^;US 

n-Bu : n-y^PS 

t-Bu; t 
15 Me : 

E t : X^;i/g 

Ph : ^x-;l^S 

i-Pr: -ryynH;i/S 

n-Pr: n-^nlfM 
20 CDC 1 3 :1^DD^I/A 

me thano l-d 4 : M.* 9 J — )V 
DM S O - d 6 : my*^)l7s)Vi£3ci' H 

25 jb^lMl 0 1 6(DMjt (3— fV7 P Dfcf;i/-5-7x-;V-2, 3, 4, 5- 
fh7bFD-lH-U 6 , 4-^>^7iffc!>-l, 

^DD^> (3 0 0ml) *5J;^2-T5y-3-^^-l-^y- 
;M5 0. 0g, 4 8 5mmol) ^I^IITS^U 0t;Tifift;.*;],3fc> 
ft (3 5. 0ml, 5 2 4mmol) SiflTFLfc. S&JllfcTft. ffl-&fcfc38ftT? 
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zmmmw^tco tk doomi) &&tfso%7m<tj-hvv&*mm do 
#*fcfc*U£&Tr*afcu 0fa©*d6*2— fv^Ptr;P75?us?> (3 6. 

3 g, 4 2 6mmo 1) (W8 8%) . 

5 X HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 2Hz), 1. 0 

3 (3H, d, J = 5. 9Hz), 1. 04-1. 20 (1H, m), 1. 35 
-1. 37 (1H, m), 1. 71-1. 77 (2H, m) 

N, N. N' , N* -ThJ*?)VJ&\s>i?7S.> (TMEDA) (6 3. 
9ml, 4 2 4mmo 1) (D^n^Dr> (3 0 0ml) M£&3flU n- 
10 ??)W) ; ?V2±<D2. 5Mi/£DA*1j->« (17 0ml) £»b/*c„ 
7i;-Jl/ (2 3. 3g, 2 12mmol) &&X\zWMV, fcfom*— 
T&ftLfCo ^>y~h'J;P (21. 8g, 212mmol) *mw$Z>t7.7 
<J-##£tl, ^tl^MT-M#b^c 7K (2 0 0ml) £»U 

^owim zkb&#kiu H#©*Kfl5^-hu^AT?»au ph 

15 £14 lllfc. u0«9OMS$t> Mfc*T#3L*Jfi&K:.l:0 p 

20 l0^fe©itt4j5K!|7x-;i/ (2-^77--ll/7x-Jl/) ^^/> (3 6 
. 4g, 17 Ommo 1) %%tz OR* 8 0%) . 

'HNMR (CDC 1 3 ) 5:4. 21 (1H, s), 7. 14-7. 25 (1 
H, m) , 7 . 3 1-7. 39 ( 1 H, m) , 7 . 4 0-7. 6 3 ( 5 H, m) 
, 7. 75-7. 80 (2H, m) 
25 FAB-MS (m/e) : 2 1 5 [M+H] + 

IglTW&ttfcffr&to (0. 3ml) *Ig2©£j&» (3 0 0mg, 1. 

4 Ommo 1) 0 2, 6-;i^> (3. Oml) S»*fc£fflT?i*Tb;fc. % 
»7&> fl^fem > C3«nS^U ttttS (1. Oml) StRftlUfc. m 
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5 4-A>y^7-tfk!> (2 6 6mg, 0. 9 4 7mmol) « (W6 8% 

) o 

*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz) , 1. 0 
6 (3H, d, J = 6. 7Hz), 1. 94-2. 11 (lH.ro). 2. 96 
(1H, ddd, J = 12. 3, 6. 5. 4. 0Hz) , 3. 27 (1H, dd 
10 . J = 12. 3, 11. 3Hz), 3. 62 (1H. dd, J = l 1. 3, 4. 
0Hz), 7. 09-7. 15 (lH.m), 7. 32-7. 6 4 (8H, m) 
FAB-MS (m/e) : 2 8 2 [M + H] + 

Ig3O4lJft(18 0mg, 0. 6 4 0mmo 1) 0h'j7MDft (3 
. 0ml) Mt, 3 0 Xjmtikfcm* (1. 0ml) B<)0tO«aL 
15 &. ftftlKTft. I^SMt-i^b, 1 0%^«^-hU^A7K^ 

4-^**>»« (3. 0ml) Sffl-S-U E»t&* (2 0 0mg 
,' 3. 0 6mmol) \Z&Vtzo g£tt*— Bfe3irc»#U ftftfttt 

'>U^y^±T, A^1J->/ftttX5 i ;W (8 0/2 0) 

D7h^7^fH:iU EJfMofc'&to 3 — r v^o tr;p- 5 -7x-JV- 2 , 

3, 4, 5-ff7tFn-lH-U 6 , 4-A>y^7-tftf>-l, 1-5? 
25 *>©^77Tl/tT-a (3 5. 8mg, 0. lHmraol, Wl8%) 
£cktfb (6 2. 6mg, 0. 1 9 9mmo 1, «3 1%) *mi&<DMVl&. 

X HNMR (CDCK) 6:0. 98 (3H, d, J = 6. 8Hz) . 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 7 5 - 1. 8 5 ( 1 H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 3, 14. 3Hz) , 3. 49-3. 58 (1H, m) , 5. 99 (1H, s 
) , 6. 68-6. 71 (1H, m) , 7. 3 3-7. 4 3 (7H, m) , 8. 
5 13-8. 1 8 ( 1 H, m) 

FAB-MS (m/e) : 3 1 6 [M + H] + 

X HNMR (CDC 1 8 ) <5 : 0. 95 (3H, d, J = 6. 8Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz), 1. 90-2. 05 (1H, m), 2. 94 
10 -3. 02 (1H, m) , 3. 42-3. 50 (2H, m) , 5. 85 (1H, 
s) , 6. 88-6. 95 (1H, m) , 7. 29-7. 42 (5H, m) , 7 
. 44-7. 50 (2H, m), 8. 12-8. 20 (1H, m) 
FAB-MS (m/e) : 3 1 6 [M + H] + 

15 &rf\zmmm 1 tmm\z\sT&ttto&toommm*7frr. 



mmm2 

jk&mmi 0 0 l<Pg% (Ar :Ph;R':H;R 2 :H;R 3 :H;R 4 :H; 
R 5 : Ph ; n = 0) 

: HNMR (CDC 1 ,) 6:2. 77 (1H, ddd, J = 3. 0, 10. 4 

20 , 14. 1Hz) , 2. 86 (1H, ddd, J = 2. 9, 4. 0, 14. 1H 
z) , 3. 39 (1H, J = ddd, 2. 9, 10. 4, 14. 1Hz) , 3. 
58 (1H, ddd, J = 3. 0, 4. 0, 14. 1Hz) , 5. 71 (1H, 
s), 6. 62-6. 65 (lH.m), 7. 03-7. 14 (2H, m), 7 
. 24-7. 40 (5H, m), 7. 60-7. 64 (1H, m) 

25 FAB-MS (m/e) : 24 2 [M+H] + 

mm 3 

tt&mmi 0 0 2(OWt (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : Me ; R 4 : H 
;R 5 :Ph; n = 0) 
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1 HNMR (CDC 1 3 ) 6:1. 22 (3H, d, J = 6. 5Hz) , 2. 4 

6 (1H, dd, J = 10. 4, 14. 1Hz), 2. 87 (1H, dd, J = 

2. 3, 14. 1Hz) , 3. 48 ( 1 H, J=dad, 2. 3, 6. 5, 10 
. 4Hz) , 5. 67 (1H, s) , 6. 5 9-6. 6 3 ( 1 H, m) , 7. 0 

5 0-7. 16 (2H, m) , 7. 26-7. 39 (1H, m), 7. 40-7. 
4 4 (4H, m) , 7. 6 1-7. 6 6 (1H, m) 
FAB-MS (m/e) : 2 5 6 [M + H] + 

10 tt&mmi 0 0 6D$5ijg (A r : P h ; R 1 : i-Pr ;R 2 :H;R 3 :H;R 4 
: H ; R 5 : Ph ; n = 0) 
*HNMR (CDC 1 3 ) 6:1. 04 (3H, d, J = 6. 8Hz), 1. 0 

7 (3H, d, J = 6. 8Hz), 1. 90-2. 02 (1H, m) , 2. 60 
-2. 68 (1H, m) , 3. 26 (1H, dd, J = 9. 9, 14. 1Hz) 

15 , 3. 44 (1H, dd, J = 2. 7, 14. 1Hz) , 5. 66 (1H, s) 
, 6. 59-6. 65 (1H, m), 7. 00-7. 40 (7H, m), 7. 6 
0-7. 6 3 (1H, m) 
FAB-MS (m/e) : 2 8 3 [M + H] + 

20 MMM 5 

<£&®W1 0 0 7 (DUB (Ar : Ph ; R 1 : i— Pr ;R 2 :H;R 3 :H;R 4 
: H ; R 5 : Ph ; n = 2) 

l HNMR (CDC 1 3 ) 6:1. 09 (3H, d, J =6. 9Hz) , 1. 1 
6 (3H, d, J = 6. 9Hz) 2. 85-2. 95 ( 1 H, m) , 2. 96- 
25 3. 0 3 (1H, m) , 3. 50 (1H, dd, 1 = 2. 9, 14. 8Hz) , 

3. 74 (1H, dd, J = ll. 1, 14. 8Hz), 5. 92 (1H, s) 
, 6. 68 (1H, d, J = 8. 9Hz), 7. 30-7. 45 (7H, m), 
8. 13-8. 16 (1H, m) 

FAB-MS (m/e) : 3 16 [M + H] + 
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it&mmi 0 1 5(DMm (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
: H ; R 5 : Ph ; n = 0) 
5 X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8 Hz) , 0. 9 

5 (3H, d, J=6. 7Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 75 
-2. 85 (1H, m) , 2. 85-2. 9 4 (2H, m) , 5. 72 (1H, 
s), 6. 72-6. 79 (1H, m) , 7. 05-7. 16 (2H, m), 7 
. 24-7. 38 (5H, m) , 7. 48-7. 51 (lH.m) 

10 FAB-MS (m/e) : 2 84 [M + H] + 

tt&mm ioi7 vmB. 

^77f^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :M 
15 e ; R 5 : P h ; n = 0 ) 

: HNMR (CDC 1 8 ) <5:0. 91 (3H, d, J = 6. 9 Hz) , 1. 0 
2 (3H, d, J = 6. 9Hz), 1. 58-1. 71 (1H, m), 2. 19 
(3H, s) , 2. 4 7-2. 5 4 (1H, m) , 2. 7 0- 3. 0 0 (2H, m 
) , 5. 97 (1H, s) , 6. 76-6. 72 (1H, m) , 7. 22-7. 
20 4 1 (5H, m) , 7. 6 0-7. 6 5 (3H, m) 
FAB-MS (m/e) : 2 9 8 [M + H] + 
i?77fVf7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : M 

* 

e ; R 5 : Ph ; n = 0) 

X HNMR (CD C 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz), 1. 1 
25 7 (3H, d, J = 6. 9Hz) , 1. 58-1. 71 (1H, m) , 1. 78 
(3H, s), 2. 63-3. 00 (3H, m) , 6. 03 (1H, s), 6. 7 
6-6. 72 (1H, m) , 7. 22-7. 41 (5H, m) , 7. 65-7. 

6 9 (3H, m) 

FAB-MS (m/e) : 2 9 8 [M + H] + 
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5?77fVn-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
5 ; R 5 : 4-OH-Ph ; n=0) 

*HNMR (CDClj) 6:0. 93 (3H, d, J = 6. 9Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 6 5 - 1. 7 5 ( 1 H, m) , 2. 44 
(1H, dd, J-10. 8, 13. 9Hz) , 2. 89 ( 1 H, dd, J = 2 
. 2, 13. 9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 
10 8 H z ) , 5. 07 (1H, s), 6. 60-6. 64 ( 1 H, m) , 6. 83 
(2H, d, J = 8. 6Hz) , 7. 02-7. 13 (2H, m) , 7. 27 ( 
2H, d, J = 8. 6Hz), 7. 60-7. 64 ( 1 H, m) 

FAB-MS (m/e) : 3 0 0 [M + H] + 
mrWY-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
15 ; R 5 : 4-OH-Ph ; n = 0) 

X HNMR (CDC 1 3 ) (5:0. 94 (3H, d, J = 6. 8Hz), 0. 9 
4 (3H, d, J = 6. 8Hz) , 1. 9 5-2. 0 5 (1H, m) , 2. 76 
-2. 83 (1H, m), 2. 87-2. 94 (2H, m) , 5. 65 (1H, 
s) , 6. 78-6. 82 (1H, m) , 6. 80 (2H, d, J = 8. 6Hz 
20 ), 7. 10-7. 14 (2H, m) , 7. 20 (2H, d, J = 8. 6Hz) 
, 7. 49-7. 52 (1H, m) 
FAB-MS (m/e) : 3 0 0 [M + H] + , 

25 JfrfrftflU 0 3 2<DW& (Ar :Ph; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
: H ; R 5 : 4-OH-Ph ; n=2) 

'HNMR (CDC 1 8 ) 5:0. 94 (3 H, d, J = 6. 4Hz), 0. 9 
8 (3H, d, J = 6. 4Hz) , 1. 8 8-2. 0 0 (1H, m) , 2. 92 
-3. 00 (1H, m) , 3. 35-3. 52 (2H, m), 5. 77 (1H, 
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s) , 6. 83 (2H, d, J = 8. 5Hz) , 6. 9 2-6. 9 7 (1H, m 
) , 7. 18 (2H, d, J = 8. 5Hz) , 7. 4 5- 7. 4 8 (2H, m) 
, 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 3 3 2 [M+H] + 

5 

mmmi o 

tt&toW 1 0 3 3 (DUit (A r ; P h ; R 1 : H ; R 2 ; H ; R 8 : i-Pr;R 4 
: H ; R 5 : 3-OH-Ph ; n = 2) 
'HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 7. 0Hz) , 1. 0 
10 0 (3H, d, J = 6. 8Hz) , 1. 95-2. 10 (1H, m) , 2. 98 
-3. 04 (1H, m) , 3. 40-3. 55 (2H, m), 5. 82 (1H, 
s) , 6. 80 (1H, dd, J = 2. 9, 7. 8Hz) , 6. 83 (1H, d 
, J = 2. 9Hz) , 6. 90 (1H, d, J = 7. 6Hz) , 6. 95-6. 
98 (1H, m) , 7. 25 (1H, dd, J = 7. 6, 7. 8Hz) , 7. 4 
15 7-7. 50 (2H, m) , 8. 13-8. 16 (1H, m) 
FAB-MS (m/e) : 34 6 [M+H] + 

mmm 1 1 

tt&mW 1 0 3 4 <DW& 
20 mfW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-OH-Ph ; n = 2) 

! HNMR (CDC 1 3 ) 6:1. 00 (3H, d, J = 7. 5Hz), 1. 0 
0 (3H, d, J = 7. 5Hz), 1. 82-1. 94 ( 1 H, m) , 3. 17 
(1H, dd, J = ll. 3, 14. 5Hz) , 3. 47 (1H, dd, J = 2 
25 . 8, 14. 5Hz), 3. 48-3. 58 (1H, m), 6. 07 (1H, s 
), 6. 80-6. 85 (2H, m) , 6. 94-6. 97 ( 1 H, m) , 7. 
06-7. 10 (1H, m), 7. 21-7. 28 ( 1 H, m) , 7. 49-7 
. 5 3 (2H, m) , 8. 16-8. 2 0 (1H, m) 
FAB-MS (m/e) : 3 3 2 [M+H] + 
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^7XfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 

; R 5 : 2-OH-Ph ; n = 2) 
*HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 

9 (3H, d, J = 6. 9Hz) , 1. 9 2-2. 0 5 (1H, m) , 2. 92 
5 -3. 02 (1H, m), 3. 46 (1H, dd, J = 9. 6, 14. 3Hz) 

, 3. 57 (1H, dd, J = l. 9, 14. 3Hz), 6. 13 (1H, s) 

, 6. 80-6. 86 (2H, m), 6. 96-7. 00 (2H, m), 7. 1 

2-7. 17 (1H, m), 7. 25-7. 32 (1H, m), 7. 53-7. 

61 (2H, m), 8. 13-8. 17 (1H, m) 
10 FAB-MS (m/e) : 3 3 2 [M + H] + 

mmm 1 2 

jt&mm 1035 <pm& 

^7^rW-a (Ar :Ph;R 1 :H;R 2 :H;R 3 : i-Pr ; R 4 : H 
15 ; R 5 : 4-MeO-Ph ; n = 0) 

X HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 7Hz) , 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 3Hz), 3. 43 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 51 (1H, ddd, 3 = 2. 2, 4. 9, 11. 
20 4Hz), 3. 85 (3H, s), 5. 81 (1H, s), 6. 72-6. 76 
(1H, ra) , 6. 95 (2H, d, J = 8. 8Hz) , 7. 32 (2H, d, 
J = 8. 8Hz) , 7. 34-7. 41 (2H, m) , 8. 12-8. 16 (1 
H, m) 

FAB-MS (m/e) : 34 6 [M+H] + 
25 S^v^W-V-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-MeO-Ph ; n = 0) 
X HNMR (CDClj) 5:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 

8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 3 (1H, m) , 2. 98 
(1H, ddd, J = 3. 7, 5. 6, 9. 1Hz), 3. 43 (1H, dd, 
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J = 9. 1, 14. 6Hz) , 3. 50 (1H, dd, J = 3. 7, 14. 6H 
z), 3. 82 (3H, s), 5. 79 ( 1 H, s) , 6. 88-6. 96 (1 
H, m) , 6. 91 (2H, d, J = 8. 8Hz) , 7. 24 (2H, d, J = 
8. 8Hz) , 7. 4 3-7. 5 0 (2H, m) , 8. 13-8. 17 (1H, 
5 m) 

FAB-MS (m/e) : 3 46 [M + H] + 

mmm 1 3 

itSWn 0 3 6<Dm& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
10 :H; R 5 : 3-MeO-Ph ; n=2) 

X HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 7. 0Hz) , 0. 9 
9 (3H, d, J = 7. 0Hz), 1. 92-2. 05 (1H, m) , 2. 95 
-3. 00 (1H, m) , 3. 40-3. 05 (2H, m) , 3. 79 (3H, 
s) , 5. 82 (1H, s) , 6. 82-6. 98 (4H, m) , 7. 29 (1 
15 H, dd, J = 7. 4, 8. 3Hz) , 7. 4 3-7. 47 (2H, m) , 8. 
12-8. 15 (1H, m) 
FAB-MS (m/e) : 346 [M+H] + 

mmw 1 4 

20 jfr&M 1 0 3 7 (DMm 

mfl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

; R s : 2-MeO-Ph ; n=2) 
X HNMR (CD C 1 3 ) 6:0. 96 (3H, d, J=6. 7Hz), 0. 9 

6 (3H, d, J = 6. 7Hz) , 1. 7 6-1. 8 5 (1H, m) , 3. 06 
25 (1H, dd, J = ll. 5, 14. 3Hz), 3. 45 ( 1 H, dd, J = 2 

. 2, 14. 3Hz) , 3. 54 (1H, ddd, J = 2. 2, 4. 9, 11. 

5Hz), 3. 70 (3H, s), 6. 12 (1H, s), 6. 67-6. 70 
(1H, m), 6. 92 (1H, d, J = 8. 2Hz), 7. 06 (1H, t, 

J = 7. 5Hz), 7. 30-7. 40 (3H, m), 7. 50 (1H, dd, 
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J = 1 . 5, 7 . 5 H z ) , 8. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 3 46 [M+H] + 
^77fl/t?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 2-MeO-Ph ; n = 2) 
5 *HNMR (CDC 1 3 ) <5:0. 92 (3H, d, J = 6. 8Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz), 1. 90-2. 01 ( 1 H, m) , 2. 83 
-2. 93 (1H, m), 3. 55 (2H, d, J = 6. 0Hz), 3. 78 ( 
3H, s), 5. 92 (1H, s) , 6. 86-6. 90 (1H, m) , 6. 9 

4 (1H, d, J = 8. 2Hz) , 6. 99 ( 1 H, t, J = 7. 5Hz) , 7 
10 . 2 6-7. 4 5 (4H, m) , 8. 14-8. 18 ( 1 H, m) 

FAB-MS (m/e) : 346 [M + H] + 

mmmi 5 

IkGWM 1 0 4 0 ogjg 
15 ?77fW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :4-BnO-Ph;n = 0) 
X HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 

5 (3H, d, J = 6. 8Hz) , 1. 6 5-1. 7 4 (1H, m) , 2. 43 
(1H, dd, J = l 0. 8, 13. 9 Hz), 2. 89 (1H, dd, J = 2 

20 . 2, 13. 9Hz), 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 

8Hz) , 5. 10 (2H, s) , 5. 59 (1H, s) , 6. 60-6. 64 
(1H, m) , 7. 01 (2H, d, J = 8. 8Hz) , 7. 02-7. 12 ( 

2H, m) , 7. 35 (2H, d, J = 8. 8Hz) , 7. 3 3-7. 4 9 (5 

H, m) , 7 . 6 0 - 7 . 6 4 ( 1 H, m) 
25 FAB-MS (m/e) : 3 9 0 [M+H] + 

^TZrW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

; R 5 : 4-BnO-Ph ; n = 0) 
X HNMR (CDC1 3 ) a : 0. 94 (3H, d, J = 6. 8Hz) , 0. 9 

4 (3H, d, J = 6. 8Hz) , 1. 9 5-2. 0 9 ( 1 H, m) , 2. 83 
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-2. 91 (3H, m) , 5. 07 (2H, s) , 5. 69 ( 1 H, s) , 6. 
79-6. 82 (1H, m) , 6. 97 (2H, d, J = 8. 8Hz), 7. 0 
9-7. 17 (2H, m) , 7. 26 (2H, d, J = 8. 8Hz) , 7. 30 
-7. 49 (5H, m), 7. 50-7. 52 (1H, m) 
5 FAB-MS (m/e) : 3 9 0 [M+H] + 

mmm 1 6 

f^gjl 0 4 lOjgjj (Ar :Ph;R':H;R 2 :H;R 3 : i - P r ; R 4 
:H;R 5 : 4-BnO-Ph; n=l) 

10 X HNMR (CDC1 3 ) 5:0. 90 (3H, d, J = 6. 8Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz), 1. 75-1. 90 (lH. m), 2. 58 
-2. 62 (1H, m) , 3. 0 4 (1H, dd, J =4. 8, 13. 0Hz) 
, 3. 50 (1H, dd, J = 7. 4, 13. 0Hz), 5. 09 (2H, s) 
, 5. 28 (1H, s) , 6. 84 ( 1 H, d, J = 7. 9Hz) , 6. 99 ( 

15 2H, dd, J = 2. 0, 6. 7Hz) , 7. 25 (2H, dd, J = 2. 0, 
6. 7Hz), 7. 30-7. 5 4 (7 H, m) , 7. 95 (1H, dd, J = 
1. 2, 7. 9Hz) 
FAB-MS (m/e) : 4 0 6 [M + H] + 

20 mifcm 1 7 

fc&mmi 0 4 2(Dmm. (Ar :Ph;R':H;R 2 :H;R 3 : i -P r ; R 4 
: OH ; R 5 : 4-BnQ-Ph ; n=l) 

*HNMR (CDC 1 3 ) 6:1. 03 (3H, d, J = 6. 8Hz), 1. 1 
4 (3H, d, J = 6. 8Hz), 1. 82-1. 96 (1H, m), 3. 08 
25 -3. 2 6 (2H, m) , 3. 44-3. 5 7 ( 1 H, m) , 4. 21 (1H, 
s) , 5. 10 (2H, s) , 5. 19 (1H, s) , 6. 84 (1H, d, J 
= 7. 7Hz) , 7. 00 (2H, d, J = 8. 9Hz) , 7. 31 (2H, d 
, J = 8. 9Hz), 7. 26-7. 56 (7H,m), 7. 84-7. 94 ( 
1H, m) 
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FAB-MS (m/e) : 4 2 2 [M+H] + 
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mmm 1 s 

{k&faWl 0 4 3<Dm& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
5 :H;R 5 :4-BnQ-Ph;n = 2) 

X HNMR (CDClj) 5:0. 95 (3H, d, J = 6. 9Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 89-2. 0 0 (1H, m) , 2. 94 
-3. 0 1 (1H, m) , 3. 4 1 (1H, dd, J = 9. 1, .14. 3 Hz) 
, 3. 49 (1H, dd, J = 3. 4, 14. 3Hz) , 5. 08 (2H, s) 
10 , 5. 79 (1H, s), 6. 93-7. 00 (1H, m) , 6. 99 (1H, 
d, J = 9. 0Hz) , 7. 25 (2H, d, J = 9. 0Hz) , 7. 32-7 
. 50 (7H, m) , 8. 13-8. 17 ( 1 H, m) 

FAB-MS (m/e) : 4 2 2 [M + H] + 

15 USStfil 1 9 

ftrfrftflll 0 4 4<PgjS 

^7Xfl/^7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 3-Bn-Ph;n = 2) 
*HNMR (CDClj) 5:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
20 7 (3H, d, J = 6. 9Hz), 1. 74-1. 86 (1H, m), 3. 06 
(1H, dd, J = ll. 5, 14. 3Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 52 (1H, ddd, J = 2. 2, 4. 8, 11. 
5Hz), 5. 08 (2H, s), 5. 86 (1H, s), 6. 95-7. 00 
(2H, m) , 7. 05 ( 1 H, d, J = l. 7Hz) , 7. 2 6-7. 4 6 ( 
25 8 H, m) , 8 . 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 42 2 [M+H] + 
^Ty^M-^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R 5 : 3 -Bn-Ph ; n=2) 
'HNMR (CDC 1 ») (5:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 4 (1H, m) , 2. 96 
(1H, ddd, J = 3. 8, 5. 8, 8. 7Hz) , 3. 43 (1H, dd, 
j = 8. 7, 14. 2Hz) , 3. 50 (1H, dd, J=3. 8, 14. 2H 
z) , 5. 05 (2H, s) , 5. 82 (1H, s) , 6. 8 9 - 6. 9 9 (4 
5 H, m) , 7. 25-7. 50 (8H, m) , 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) :42 2 [M+H] + 

mmm 20 

ik&wm 1045 ®m& 

10 ^rl/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 2-BnO-Ph ; n=2) 

J HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 7. 0Hz) , 0. 9 
5 ( 3 H, d , J = 7 . 0Hz), 1. 75-1. 86 (1H, m) , 3. 04 
(1H, dd, J = ll. 5, 14. 3Hz) , 3. 45 (1H, dd, J = 2 

15 . 2, 14. 3Hz), 3. 55 (1H, ddd, J = 2. 2, 4. 9, 11. 
5Hz) , 4. 95 (1H, d, J = 12. 3Hz) , 5. 03 (1H, d, J 
= 12. 3Hz), 6. 25 (1H, s) , 6. 72-6. 76 (1H, m), 
6. 96 (1H, dd, J = l. 0, 8. 2Hz), 7. 05-7. 13 (3H 
,m), 7. 18-7. 2 9 ( 3 H, m) , 7. 29-7.39 ( 3 H, m) , 

20 7. 5 7 (1H, dd, J = l. 3, 7. 5Hz), 8. 12-8. 15 (1H 
, m) 

FAB-MS (m/e) : 42 2 [M + H] + 
^7^rl/t7-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 2-BnO-Ph ; n=2) 
25 : HNMR (CDC 1 3 ) 6:0. 85 (3H, d, J = 6. 8Hz), 0. 8 
8 (3H, d, J = 6. 8Hz), 1. 84-2. 00 (1H, m), 2. 85 
(1H, dd, J = 6. 4, 12. 8Hz) , 3. 52 (2H, d, J = 6. 4 
Hz) , 5. 01 (1H, d, J = 12. 0Hz) , 5. 06 (1H, d, J = 
12. 0Hz), 5. 98 (1H, s), 6. 87-6. 91 (1H, m), 6 
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. 99-7. 04 (2H, m), 7. 13-7. 17 (2H, m), 7. 23- 
7. 32 (3H,m), 7. 32-7. 37 (2H, m) , 7. 38-7. 46 
(2H, m) , 8. 13-8. 1 7 (1H, m) 
FAB-MS (m/e) : 42 2 [M + H] + 

5 

Itt2 1 

1 0 4 6 (Pgjg (Ar iPhjR'iHiR^HjR 3 : i-Pr ;R 4 
: H ; R 6 : 4-PhCH 1 CH , Q-Ph ; n=2) 
J HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz), 0. 9 
10 7 (3H, d, J = 6. 8Hz) , 1. 7 0- 1. 8 8 (1H, m) , 3. 06 
(1H, dd, J = ll. 3, 14. 1Hz) , 3. 13 (2H, t, J = 7. 
0Hz) , 3. 42 (1H, dd, J = 2. 2, 14. 1Hz) , 3. 50 (1 
H, ddd, J = 2, 2, 4. 9, 11. 3Hz) , 4. 22 (2H, t, J = 
7. 0Hz), 5. 79 (1H, s), 6. 71-6. 75 ( 1 H, m) , 6. 
15 9 4 (1H, d, J = 8. 7Hz) , 7. 2 0-7. 4 0 (9H, m) , 8 . 1 
0 - 8 . 15 ( 1 H, m) 
FAB-MS (m/e) : 4 3 6 [M + H] + 

mm 2 2 

20 ft&tom 1 0 4 7 <P«Bi (Ar:Ph;R':H;R 2 :H;R 3 : i — P r ; R 4 
: H ; R 5 : 3-QH-3-Me-Bu ; n = 0) 
X HNMR (CDC 1 8 ) <5:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 

5 (3H, d, J = 6. 8Hz) , 1. 33 (6H, s) , 1. 64-1. 75 
(1H, m) , 2. 02 (1H, t, J = 6. 2Hz) , 2. 43 (1H, dd 

25 , J = 10. 7, 13. 9Hz), 2. 89 (1H, dd, J = 2. 2, 13. 
9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 7Hz) , 4 
. 22 (1H, t, J=6. 2Hz), 5. 59 (1H, s), 6. 59-6. 

6 3 (1H, m) , 6. 94 (2H, d, J = 8. 5Hz), 7. 03-7. 1 
2 (2H, m) , 7. 35 (2H, d, J = 8. 5Hz) , 7. 61-7. 64 
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(1H, m) 

FAB-MS (m/e) : 3 8 6 [M + H] + 
3 

5 ikSmm 1 0 5 0 OMtB. 

^T^fVt^-a (Ar : P h ; R 1 : H ; R 2 : H ; R 8 : i-Pr;R 4 :H 
; R 5 : 4 — n P r NHCOCH20-P h ; n = 0) 

'HNMR (CDC 1 3 ) 6:0. 91-0. 97 (9H, m) , 1. 50-1 
. 65 (3H, m) , 2. 42 (1H, dd, J = 10. 8, 13. 9Hz) , 
10 2. 89 (1H, dd, J = 2. 2, 13. 9Hz), 3. 22-3. 36 (1 
H, m) , 3. 2 8-3. 3 8 (2H, m) , 4. 52 (2H, s) , 5. 62 
(1H, s), 6. 52-6. 57 (1H, m) , 6. 94 (2H, d, J = 8 
. 8Hz) , 7. 00-7. 12 (2H, m) , 7. 38 (2H, d, J = 8. 
8Hz) , 7. 62-7. 65 ( 1 H, m) 
15 FAB-MS (m/e) : 3 9 9 [M+H] + 

mrl/tT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 4-nP rNHCOCH20-Ph ; n=0) 

*HNMR (CDC 1 s ) 5:0. 85-1. 00 (9H, m) , 1. 50-1 
. 65 (2H, m) , 1. 90-2. 00 (1H, m) , 2. 73-2. 89 ( 
20 3H, m) , 4. 5 0 (2H. s) , 5. 6 7 ( 1 H, s) , 6. 7 2-6. 7 
3 (1H, m) , 6. 90 (2H, d, J = 8. 7Hz) , 7. 10-7. 15 
(2H, m) , 7. 28 (2H, d, J = 8. 7Hz) , 7. 5 0-7. 5 3 ( 
1H, m) 

FAB-MS (m/e) : 3 9 9 [M + H] + 

25 

«0J2 4 

tt&mm io5i (omm 

y7Xfl/t-7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 4-n-P r NHCOCH 2 0-Ph ; n=2) 



WO 02/053548 



PCT/JP01/11267 



'HNMR (CDC 1 3 ) 6:0. 94 (3H, t, J = 7. 5Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 0. 98 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 65 (2H, m) , 1. 74-1. 89 (1H, m) , 3. 07 ( 
1H, dd, J = ll. 3, 14. 1Hz) . 3. 33 (1H, t, J = 6. 8 
5 Hz) , 3. 35 (1H, t, J = 6. 8Hz) , 3. 44 (1H, dd, J = 

2. 3, 14. 1Hz) , 3. 50 (1H, ddd, J-2. 3, 5. 4, 11 
. 3Hz) , 4. 53 (2H, s) , 5. 85 (1H, s) , 6. 59 (1H, 
brs) , 6. 6 9-6. 7 2 (1H, m) , 6. 97 (1H, d, J = 8. 6 
Hz), 7. 35 (1H, d, J = 8. 6Hz), 7. 35-7. 41 (2H, 

10 m), 8. 13-8. 16(1 H, m) 

FAB-MS (m/e) : 431 [M+H] + 
yJXfk^-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 4-n-P r NHCOCH 2 0-Ph ; n=2) 
'HNMR (CDC1 3 ) 6:0. 94 (3 H, t, J = 7. 6Hz), 0. 9 
15 5 (3H, d, J = 6. 7Hz) , 0. 99 (3H, d, J = 6. 7Hz) , 1 
. 51-1. 71 ( 2 H, m) , 1. 89-2. 00 ( 1 H, m) , 2. 97- 

3. 04 (1H, m) , 3. 31 ( 1 H, t, J = 6. 9Hz) , 3. 33 (1 
H, t, J = 6. 9Hz), 3. 40-3. 50 (2H, m), 4. 51 (2H 
, s ) , 5. 81 (1H, s), 6. 60 (1H, brs), 6. 91-6. 9 

20 6 (1H, m) , 6. 93 (1H, d, J=8. 7Hz) , 7. 27 ( 1 H, d 
, J = 8. 7Hz) , 7. 4 5-7. 5 2 (2H, m) , 8. 14-8. 19 ( 
1H, m) 

FAB-MS (m/e) : 431 [M+H] + 



25 MMM 2 5 

fc&wno 5 2 <dw& 

$?7*xW?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-n-P r NHCOCH 2 0-Ph ; n = 2) 
'HNMR (CD C 1 3 ) 6:0. 93 (3H, t, J = 7. 4Hz), 0. 9 
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9 (3H, d, J = 6. 8Hz) , 0. 99 (3H, d, J = 6. 8Hz) , 1 
. 52-1. 65 (2H, m) , 1. 75-1. 89 (1H, m) , 3. 07 ( 
1H, dd, J = ll. 5, 14. 4Hz), 3. 31 (1H, t, J = 6. 6 
Hz) , 3. 33 (1H, t, J = 6. 6Hz) , 3. 46 (1H, dd, J = 
5 2. 2, 14. 4Hz) , 3. 50 (1H, ddd, J=2. 2, 5. 0, 1 1 
. 5Hz) , 4. 51 (3H, s) , 5. 91 (1H, s) , 6. 61 (1H, 
brs) , 6. 69-6. 73 (1H, m), 6. 87-6. 92 (1H, m) 
, 7. 04 (1H, d, J = 7. 9Hz) , 7. 3 3-7. 4 3 (3H, m) , 
8. 13-8. 17 (1H, m) 

10 FAB-MS (m/e) :43 1 [M + H] + 

yJXrVtT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 : 3-n-P r NHCOCH 2 0-Ph ; n=2) 

: HNMR (CDC 1 8 ) 6:0. 92 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 01 (3H, d, J = 6. 7Hz) , 1 

15 . 50-1. 65 (2H, m), 1. 91-2. 03 (1H, m), 3. 01 ( 
1H, ddd, J = 3. 6, 5. 5, 8. 9Hz) , 3. 29 (1H, t, J = 
6. 4Hz) , 3. 32 (1H, t, J = 6. 4Hz) , 3. 42 (1H, dd 
, J = 8. 8, 14. 3Hz) , 3. 46 (1H, dd, J = 3. 6, 14. 3 
Hz) , 4. 48 (3H, s) , 5. 84 (1H, s) , 6. 59 (1H, br 

20 s), 6. 85-6. 89 ( 1 H, m) , 6. 93 (1H, s), 6. 94 (1 
H, d, J = 7. 8Hz) , 7. 00 (1H, d, J = 7. 8Hz) , 7. 32 
(1H, t, J = 7. 8Hz), 7. 46-7. 53 (2H, m), 8. 15- 
8. 19 (1H, m) 
FAB-MS (m/e) : 43 1 [M+H] + 

25 

mmm2 6 

mfWt^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-n-P r NHCOCH 2 0-Ph ; n=2) 
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*HNMR (CDC 1 3 ) 6:0. 75 (3H, t, J = 7. 4Hz), 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 00 (3H, d, J = 6. 7Hz) , 1 
. 3.7-1. 52 (2H, m) , I. 7 7- 1. 8 5 (1H, m) , 3. 02- 
3. 22 (2H, m) , 3. 49 (1H, dd, 1 = 2. 2, 7. 2Hz) , 3 
5 . 56 (1H, m) , 4. 21 (1H, d, J = 14. 1Hz) , 4. 40 (1 
H, d, J = 14. 1Hz) , 6. 38 ( 1 H, s) , 6. 6 5-6. 6 9 (1 
H, m) , 6. 69 (1H, brs) , 6. 83 (1H, d, J=7. 6Hz) 
, 7. 17 (1H, t, J = 7. 6Hz) , 7. 34-7. 44 (3H, m) , 
7. 64 (1H, d, J = 7. 6Hz), 8. 10-8. 14 (1H, m) 
10 FAB-MS (m/e) : 431 [M+H] + 

VTZTUX'V-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 2-n-P rNHCOCH 2 0-Ph ; n=2) 

*HNMR (CDC 1 3 ) 6:0. 77 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 00 (3H, d, J = 6. 8Hz) , 1 
15 . 30-1. 51 (2H, m) , 2. 03-2. 13 ( 1 H, m) , 2. 75- 
2. 85 (1H, m), 3. 08-3. 23 (2H, m), 3. 59-3. 62 
(2H, m) , 4. 21 (1H, d, J = 14. 2Hz) , 4. 40 (1H, d 
, J = 14. 2Hz) , 6. 27 (1H, s) , 6. 7 3-6. 7 6 (1H, m 
), 6. 88 (1H, d, J = 7. 8Hz), 6. 90 (1H, brs), 7. 
20 17 (1H, t, J = 7. 8Hz), 7. 40 (1H, t, J = 7. 8Hz), 
7. 42-7. 49 ( 2 H, m) , 7. 67 (1H, d, J = 7. 8Hz), 8 
. 05-8. 09 (1H, m) 
FAB-MS (m/e) : 431 [M+H] + 

25 mmm2 7 

ft&mm io9i omm. 

^77f^7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-C1, 4-Me-Ph;n=2) 
J HNMR (CDC 1 .) <5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J=6. 8Hz) , 1. 7 2- 1. 8 8 (1H, m) , 2. 41 
(3H, s) , 3. 04 (1H, dd, J = ll. 3, 14. 2Hz) , 3. 4 

4 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 4 5- 3. 5 5 (1H, m 
) , 5. 87 (1H, s ) , 6. 71-6. 74 (1H, m) , 7. 15 (1H 
5 , dd, J = l. 6, 7. 8Hz) , 7. 26 (1H, d, J = 7. 8Hz) , 

7. 3 5 -7. 4 5 (3H, m) , 8. 12-8. 15 (1H, m) 
FAB-MS (m/e) : 3 6 4/3 6 6 [M + H] + 

v7XT^7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-C1, 4-Me-Ph;n=2) 
10 X HNMR (CDC 1 ,) (5:0. 95 (3H, d, J = 6. 4Hz), 0. 9 

9 (3H, d, J = 6. 8Hz), 1. 90-2. 01 (1H, m), 2. 38 
(3H, s) , 2. 95-3. 05 (lH.m), 3. 40-3. 50 (2H, 

m), 5. 99 (1H, s) , 6. 94 (1H, m), 7. 03 (1H, dd, 
J = l. 6, 7. 8Hz) , 7. 20 (1H, d, 1 = 7. 8Hz) , 7. 36 
15 (1H, d, J = 1. 6Hz), 7. 47-7. 50 (2H, m), 8. 13- 

8 . 16 ( 1 H, m) 

FAB-MS (m/e) : 3 6 4/3 6 6 [M + H] + 

. H«J2 8 
20 tt&mm 1 0 9 7 <D&& 

y7XfV^7-a (A r : Ph ; R 1 : H; R 2 : H ; R 3 : i -P r ; R 4 : H 

; R 5 : 3— HO— 4— Me— Ph ; n=2) 
J HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9Hz), 1. 70-1. 85 (1H, m) , 2. 28 
25 (3H, s) , 3. 07 (1H, dd, J = ll. 3, 14. 3Hz) , 3. 4 

2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 4 6-3. 5 2 (1H, m 

) , 5. 77 (1H, s) , 6. 6 7 -6. 8 7 (3H, m) , 7. 16 (1H 

, d, 3 = 7. 6Hz) , 7. 3 6- 7. 3 9 (2H, m) , 8. 11-8. 1 

4 (1H, m) 
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FAB-MS (m/e) : 3 4 6 [M + H] + 
^7Xxl/^-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 3— HO — 4— Me— Ph ; n=2) 
X HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J = 6. 8 Hz) , 0. 9 
5 8 (3H, d, J=6. 7Hz), 1. 92-2. 03 (1H, m), 2. 25 
(3H, s) , 2. 9 4-3. 0 2 (1H, m) , 3. 4 8- 3. 5 2 (2H, 
m) , 5. 75 (1H, s), 6. 74 (1H, d, J = l. 5 Hz) . 6. 8 
0 (1H, dd, J = l. 5, 7. 6Hz) , 6. 9 5-6. 9 8 (1H, m) 
, 7. 12 (1H, d, 1 = 7. 6Hz) , 7. 4 5-7. 48 (2H, m) , 
10 8 . 1 2 - 8 . 1 5 ( 1 H, m) 

FAB-MS (m/e) : 3 4 6 [M + H] + 

mmm 2 9 

k&mrn io98 ®w& 

15 y7XfW-a (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3 — PhCH20— 4-Me— Ph ; n=2) 
*HNMR (CDC 1 3 ) (5:0. 96 (3H, d, J = 6. 7Hz) , 0. 9 

6 (3H, d, J = 6. 7Hz), 1. 72-1. 85 (lH.ni), 2. 32 
(3H, s) , 3. 07 (1H, dd, J = ll. 6, 14. 2Hz) , 3. 4 

20 2 (1H, dd, J = 2. 2, 14. 2Hz) , 3. 4 7-3. 5 4 ( 1 H, m 
) , 5. 06 (1H. d, J = 2. 8Hz) , 5. 06 ( 1 H, d, J = 2. 8 
Hz) , 5. 79 (1H, s) , 6. 74 (1H, dd, J = l. 9, 6. 9H 
z) , 6. 91-6. 94 (2H, m) , 7. 21 ( 1 H, d, J = 7. 6Hz 
} , 7. 30-7. 43 ( 7 H, m) , 8. 12-8. 15 ( 1 H, m) 
25 FAB-MS (m/e) : 43 6 [M + H] + 

y7^fl/t?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-PhCH20-4-Me-Ph ; n=2) 
'HNMR (CDC 1 3 ) <5 : 0. 93 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 92-2. 01 (1H, m) , 2. 30 



WO 02/053548 PCT/JPO 1/1 1267 

109 

(3H, s) , 2. 9 2-2. 9 8 (1H, m) , 3. 3 9- 3. 5 3 (2H, 

m) , 5. 03 (2H, s) , 5, 78 (1H, s) , 6. 8 2-6. 9 0 (3 
H, m) , 7. 16 (1H, d, J = 7. 6Hz) , 7. 2 9-7. 4 9 (7H 
, m) , 8. 12-8. 15 (1H, m) 
5 FAB-MS (m/e) : 4 3 6 [M + H] + 

mmm 3 0 

ik-Smmi 0 9 90ggjg (Ar :Ph;R':H;R 2 :H;R 3 : i -P r ; R 4 
:H; R 5 : 3— MeO— 4— Me— Ph ; n=2) 
10 *HNMR (CDC1 3 ) 6:0. 96 (3H, d, J = 6. 7Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 94-2. 0 7 (1H, m) , 2. 03 
(3H, s), 2. 95-3. 02 (1H, m) , 3. 41-3. 56 (2H, 
m) , 3. 77 (3H, s) , 5. 81 (1H, s) , 6. 7 9-6. 8 2 (2 
H, m) , 6. 92-6. 95 (1H, m) , 7. 13 (1H, d, J = 7. 3 
15 Hz), 7. 45-7. 48 ( 2 H, m) , 8. 13-8. 16 ( 1 H, m) 
FAB-MS (m/e) : 3 6 0 [M+H] + 

mmw 3 1 

tomtom 1 1 0 lg>«ifi (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
20 :H; R 5 : 3-v i ny 1 -4-Me-Ph ; n=2) 

l HNMR (CDC1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 

9 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 2 (1H, m) , 2. 36 
(3H, s) , 2. 95-3. 05 (1H, m) , 3. 40-3. 55 (2H, 

m) , 5. 28 ( 1 H, dd, J = 1 . 3, 10. 9Hz), 5. 59 (1H, 
25 dd. J = l. 3, 17. 4Hz) , 5. 81 ( 1 H, s) , 6. 94 (1H, 

dd, J = 10. 9, 17. 4Hz) , 6. 9 0-7. 0 0 ( 1 H, m) , 7. 

09 (1H, dd, J = l. 9, 7. 8Hz) , 7. 13 (1H, d, J = 7. 

8 H z ) , 7. 45-7. 50 ( 2 H, m) , 7. 65-7.75 ( 1 H, m) 

, 8. 14-8. 17 (1H, m) 



WO 02/053548 

110 

FAB-MS (m/e) : 3 5 6 [M + H] + 



PCT/JP01/11267 



mmm 3 2 

i\&tomi 1 0 2CDii§ (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
5 ;H; R 5 : 3- i P rQ-4-Me-Ph ; n=2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8 Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 29 (3H, d, J = 6. 0Hz) , 1 
. 29 (3H, d, J = 6. 0Hz) , 1. 9 5-2. 0 8 (1H, m) , 2. 
21 (3H, s) . 2. 93-3. 02 (1H, m) , 3. 41-3. 54 (2 
10 H, m) , 4. 4 0-4. 5 0 ( 1 H, m) , 5. 75 (1H, s) , 6. 78 
-6. 81 (2H, m) , 6. 92-6. 9 4 (1H, m) , 7. 14 (1H, 
d, J = 7. 9Hz) , 7. 44-7. 47 (2H, m) , 8. 12-8. 15 
(1H, m) 

FAB-MS (m/e) : 3 8 8 [M+H] + 

15 

mmm 3 3 

it&mm iio6 <dw& 

mr^T-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 

; R 5 : 3— OH— 4— MeO — Ph ; n=2) . 
20 'HNMR (CDC1 3 ) (5:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 71-1. 82 (1H, m) , 3. 06 
(1H, dd, J = ll. 5, 14. 3Hz) , 3. 41 ( 1 H, dd, J = 2 

. 2, 14. 3Hz) , 3. 50 ( 1 H, ddd, J = 2. 2, 4. 8, 11. 

5Hz) , 3. 93 (3H, s) , 5. 76 (1H, s) , 6. 77 (1H, m 
25 ), 6. 85-6. 90 (2H, m), 7. 01 (1H, d, J = l. 9Hz) 

, 7. 35-7. 3 8 (2H, m) , 8. 11-8. 14 (1H, m) 
FAB-MS (m/e) : 3 6 2 [M+H] + 

^7*xl^T-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 

; R 5 : 3 -OH-4-MeO-Ph ; n=2) 
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l HNMR (CDC 1 3 ) <5 : 0. 95 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 7 Hz) , 1. 90-2. 0 4 (1H, m) , 2. 93 
-3. 01 (1H, m) , 3. 3 8- 3. 5 2 (2H, m) , 3. 90 (3H, 
s) , 5. 74 (1H, s) , 6. 73 (1H, dd, J = 2. 6, 8. 2Hz 
5 ) , 6. 83 (1H, d, J = 8. 2Hz) , 6. 9 4-6. 9 9 (2H, m) 
, 7. 44-7. 47 (2H, m) , 8. 11-8. 14 (1H, m) 
FAB-MS (m/e) : 3 6 2 [M+H] + 



mmm s 4 

10 it&mW 110 7 (DWk 

y7XTVt"7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

; R 5 : 4 —OH— 3—1 -Ph ; n=0) 
'HNMR (CDC 1 3 ) 6:0. 93 (3H, d, J = 6. 8Hz) , 0. 9 

5 (3H, d, J = 6. 8Hz) , 1. 5 3- 1. 8 2 (1H, m) , 2. 40 
15 (1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 ( 1 H, dd, J = 2 

. 2, 13. 9Hz) , 3. 00 (1H, ddd, J = 2. 2, 5. 0, 10. 

8Hz) , 5. 60 (1H, s), 6. 58-6. 65 ( 1 H, m) , 6. 99 
(1H, d, J = 8. 2Hz), 7. 03-7. 16 (2H, m), 7. 28 ( 

1H, dd, J = l. 7, 8. 2Hz) , 7. 61-7. 67 (1H, m) , 7 
20 - 7 7 (1H, d, J = l. 7Hz) 

FAB-MS (m/e) : 4 2 6 [M+H] + 

^yXrW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 

; R 5 : 4- OH- 3 - I - Ph ; n=0) 
J HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
25 5 (3H, d, J = 6. 7Hz), 1. 93-2. 04 (1H, m), 2. 76 

-2. 88 (3H, m), 5. 65 (1H, s) , 6. 76-6. 80 (1H, 

m) , 6. 94 (1H, d, J = 8. 4Hz) , 7. 12-7. 20 (2H, m 

) , 7. 17 (1H, dd, J = 2. 0, 8. 4Hz) , 7. 5 0-7. 5 4 ( 

1H, m), 7. 68 (1H, d, J = 2. 0Hz) 
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FAB-MS (m/e) :42 6 [M+H] + 
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mmm 3 5 

tt&VaMl 1 0 8<PgiS (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 

5 :H; R s : 3 - I - 4-OH-P h ; n = 2) 

*HNMR (CDC 1 3 ) 5:0. 9 7 (3H, d, J = 6. 8 Hz) , 1. 0 
1 (3H, d. J = 6. 8Hz), 1. 88-2. 00 (1H, m) , 2. 92 
-3. 04 (1H, m) , 3. 3 6-3. 5 0 (2H, m) , 5. 79 (1H, 
s) , 6. 9 0-7. 0 0 (1H, m) , 6. 95 (1H, d, J = 8. 3Hz 

10 ) , 7. 13 (1H, dd, J = l. 8, 8. 3Hz) , 7. 4 5-7. 5 2 ( 
2H, m) , 7. 67 (1H, d, J = l. 8Hz), 8. 12-8. 18 (1 
H, m) 

FAB-MS (m/e) :4 5 8 [M + H] + 

15 mmm 3 6 

jt&mmi 1 0 9(P» (Ar iPhsR^HjR^HiR 3 : i-Pr ; R 4 
: H ; R 5 : 5—1—2 — OH — P h ; n = 2) 

X HNMR (CDC 1 3 ) 5:0. 99 (3H, d, J=6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 82-1. 94 (1H, m) , 3. 13 
20 (1H, dd, J = ll. 6, 14. 8Hz) , 3. 46 (1H, dd, J = 2 
. 0, 14. 8Hz), 3. 47-3. 58 (1H, m), 6. 0 8 (1H, s 
) , 6. 71 (1H, d, J = 8. 6Hz) , 7. 07-7. 13 (2H, m) 
, 7. 48-7. 59 (3H, m), 8. 16-8. 20 (1H, m) 
FAB-MS (m/e) :4 5 7 [M+H] + 

25 

mw\ 3 7 

Jfr&ftlfl!ll 1 1 OQgtjj (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r : R 4 
:H; R s : 2-1 -5-OH-Ph ; n=2) 
X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8 Hz) , 0. 9 
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9 (3H, d, J = 6. 9Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 95 
-3. 04 (1H, m), 3. 35-3. 50 (2H, m), 4. 75 (1H, 
bs), 5. 77 (1H, s) , 6. 60-6. 65 (1H, m) , 6. 85- 
7. 00 (2H, m) , 7. 32 (1H, d, J = 8. 6Hz) , 7. 45-7 
5 . 52 (1H, m) , 7. 81 ( 1 H, d, J = 8. 6Hz) , 8. 13-8. 
16 (1H, m) 
FAB-MS (m/e) : 4 5 8 [M+H] + 

nffiM3 8 

10 jfr&M 1112 (DUm 

^rW7-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 : 3-Br-4-OMe-Ph;n=2) 

X HNMR (CDC1 3 ) 6 : 0. 98 (3H, d, J = 6. 9Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 05 

15 (1H, dd, J = ll. 3, 14. 1Hz) , 3. 44 (1H, dd, J = 2 
. 3, 14. 1Hz), 3. 46-3. 53 (1H, m) , 3. 94 (3 H, s 
), 5. 85 (1H, s), 6. 72-6. 76 (1H, m) , 6. 96 (1H 
, d, J = 8. 5Hz) , 7. 23 (1H, dd, J = 2. 1, 8. 5Hz) , 
7. 3 8-7. 4 2 (2H, m) , 7. 45 (1H, d, J = 2. 1Hz) , 8 

20 . 1 2 - 8 . 1 6 ( 1 H, m) 

FAB-MS (m/e) : 3 8 0, 3 8 2 [M + H] + 
^TXr^-b (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
;R 5 : 3-C1, 4-MeO-Ph ; n = 2) 
X HNMR (CD C 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 1. 0 

25 0 (3H, d, J = 6. 8Hz) , 1. 90-2. 10 (1H, m) , 3. 00 
(1H, ddd, J = 3. 4, 5. 6, 9.' 0Hz) , 3. 41 (1H, dd, 
J = 9. 0, 14. 3Hz) , 3. 47 (1H, dd, J = 3. 4, 14. 3H 
z) , 3. 91 (3H, s) , 5. 79 (1H, s) , 6. 90 (1H, d, J 
= 8. 7Hz), 6. 93-6. 97 (1H, m), 7. 08 (1H, dd, J 
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= 1. 6, 8. 7Hz) , 7. 43 (1H, d, J = l. 6Hz) , 7. 48- 
7. 51 (2H, m), 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 3 8 0/3 8 2 [M+H] + 

5 &6S0O3 9 

^T^rl/tY-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-B r-4-OMe-Ph ; n=2) 
X HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 8Hz), 1. 73-1. 88 (1H, m), 3. 05 
(1H, dd, J = ll. 4, 14. 3Hz), 3. 44 (1H, dd, J = 2 
. 3, 14. 3Hz) , 3. 49 (1H, ddd, J = 2. 3, 4. 9, 11. 
4Hz), 3. 94 (3H, s) , 5. 85 (1H, s) , 6. 73-6. 77 
(1H, m) , 6. 94 (1H, d, J = 8. 5Hz), 7. 28 (1H, dd 
15 , J = 2. 1, 8. 5Hz) , 7. 38-7. 42 (2H, m) , 7. 63 (1 
H, d, J = 2. 1Hz) , 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 4 2 4/4 2 6 [M+H] + 
V?7,<rV^-\> (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-Br, 4-MeO-Ph ; n = 2) 
20 ! HNMR (CDC1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 8Hz) , I. 89-2. 01 (1H, m) , 3. 00 
(1H, ddd, J = 3. 5, 5. 7, 9. 0Hz) , 3. 40 (1H, dd, 
J = 9. 0, 14. 3Hz)-, 3. 47 (1H, dd, J = 3. 5, 14. 3H 
z) , 3. 91 (3H, s) , 5. 79 ( 1 H, s) , 6. 87 (1H, d, J 
25 =8. 6Hz) , 6. 94-6. 9 8 (1H, m) , 7. 12 ( 1 H, dd, J 
= 2. 0, 8. 6Hz) , 7. 4 6-7. 54 (2H, m) , 7. 62 (1H, 
d, J = 2. 0Hz) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 2 4/4 2 6 [M+H] + 
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tt&mm 1114 comm. 

y77fI/t-?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 4-OMe- 3- I - Ph ; n = 0) 
5 : HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 6 5- 1. 7 8 (1H, m) , 2. 40 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 01 (1H, ddd, J = 2. 2, 5. 3, 10. 
8Hz), 3. 91 (3H, s ) , 5. 60 (1H, s), 6. 59-6. 63 
10 (1H, m) , 6. 84 (1H, d, J = 8. 5Hz) , 7. 06-7. 14 ( 
2H, m) , 7. 36 ( 1 H, dd, J = 2. 0, 8. 5Hz) , 7. 62-7 
. 66 (1H, m) , 7. 87 (1H, d, J = 2. OHz) 

FAB-MS (m/e) : 44 0 [M + H] + 
itTXrUt^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
15 ; R 5 : 4-OMe — 3-1— Ph ; n = 0) 

*HNMR (CDClj) <5 : 0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
5 (3H, d, J = 6. 7Hz), 1. 92-2. 0 4 (1H, m) , 2. 75 
-2. 84 (1H, m) , 2. 85-2. 92 (2H, m) , 3. 89 (3H, 
s) , 5. 65 (1H, s) , 6. 77-6. 80 ( 1 H, m) , 6. 79 (1 
20 H, d, J = 8. 5Hz) , 7. 10-7. 18 (2H, m) , 7. 2 2 (1H 
, dd, J = 2. 3, 8. 5Hz) , 7. 5 0-7. 54 (1H, m) , 7. 8 
2 (1H, d, J = 2. 3Hz) 
FAB-MS (m/e) : 44 0 [M + H] + 

25 Mt&ffl 4 1 

jk&MM 1116 <DW3k 

mfW7-a (At :Ph -.R 1 :H;R 2 :H;R Z : i-Pr;R 4 :H 
; R 5 : 4-OMe-3-I-Ph;n=2) 
X HNMR (CDC1 8 ) (5:0. 98 (3H, d, J = 6. 6Hz) , 0. 9 
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8 (3H, d, J = 6. 6Hz), 1. 65-1. 87 (1H, m) , 3. 05 
(1H, dd, J = ll. 4, 14. 5Hz), 3. 44 (1H, dd, J = 2 
. 3, 14. 5 Hz) , 3. 44-3. 52 (1H, m), 3. 92 (3H, s 
), 5. 83 (1H, s), 6. 73-6. 77 (1H, m) , 6. 86 (1H 
5 , d, J = 8. 5Hz) , 7. 32 (1H, dd, J = 2. 0, 8. 5Hz) , 
7. 3 8-7. 4 2 (2H, m) , 7. 84 (1H, d, J = 2. OHz) , 8 
. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 47 2 [M + H] + 
5?7Xfl/t7-b (Ar : Ph ; R 1 : H; R 2 :H; R 3 : i-Pr;R 4 :H 
10 ;R 5 :3-I, 4-MeO-Ph ; n = 2) 

1 HNMR (CD C 1 3 ) 5:0. 96 (3H, d, J=6. 8Hz) , 0. 9 

8 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 0 (1H, m) , 2. 99 
(1H, ddd, J = 3. 4, 5. 7, 9. 1Hz) , 3. 40 (1H, dd, 

J = 9. 1, 14. 4Hz) , 3. 47 ( 1 H, dd, J = 3. 4, 14. 4H 
15 z) , 3. 89 (1H, s) , 5. 77 ( 1 H, s) , 6. 79 (1H, d, J 
= 8. 5Hz), 6. 94-6. 97 (1H, m), 7. 14 (1H, dd, J 
= 2. 1, 8. 5Hz), 7. 48-7. 52 (2H, m), 7. 85 (1H, 
d, J = 2. 1Hz), 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 7 2 [M+H] + 

20 

HMJ4 2 

to&mwi 1 1 7(pmm 

S>73.xW-T-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
;R 5 :2-I, 5-MeO-Ph ; n = 2) 
25 X HNMR (CDC 1 3 ) <5 : 0. 98 (3H, d, J = 6. 8Hz) , 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 7 2-1. 8 5 (1H, m) , 3. 06 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 46 (1H, dd, J = l 

. 7, 14. 4Hz) , 3. 4 8-3. 54 (1H, m) , 3. 86 (3H, s 
), 5. 88 (1H, s), 6. 73-6. 76 (1H, m) , 6. 82 (1H 
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, dd, J = l. 7, 7. 9Hz) , 6. 87 ( 1 H, d, J = l. 7Hz) , 

7. 37-7. 4 2 (2H, m) , 7. 81 (1H, d, J = 7. 9Hz), 8 
. 13-8. 17 (1H, m) 

FAB-MS (m/e) :4 7 2 [M + H] + 
5 5?77rVt7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 6 :2-I, 5 -MeO-Ph ; n = 2) 

1 HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
0 (3H. d, J = 6. 8Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 02 (1H, m) , 3. 38-3. 51 (2H, m) , 3. 83 (3H, 
10 s) , 5. 84 (1H, s) , 6. 69 ( 1 H, dd, J = l. 9, 8. 2Hz 
), 6. 84 (1H, d, J = l. 9Hz), 6. 91-6. 95 (1H, m) 
, 7. 4 6-7. 5 3 (2H, m) , 7. 75 (1H, d, J = 8. 2Hz) , 

8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

15 

^»J4 3 

it&mm ins aim 

iST*TU$"?-a (Ar : Ph ; R 1 :H ; R 2 : H; R 3 : i-Pr ;R 4 :H 

; R 5 : 5 - I -2-MeO-Ph ; n = 2) 
20 l HNMR (CDC 1 3 ) <5 : 0 . 97 (3H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 7Hz), 1. 75-1. 89 (1H, m), 3. 02 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 46 (1H, dd, J = 2 

. 3, 14. 3Hz) , 3. 48-3. 5 4 (1H, m) , 3. 65 (3H, s 

), 6. 08 (1H, s) , 6. 65-6. 69 (1H, m) , 6. 67 (1H 
25 , d, J = 8. 6Hz), 7. 33-7. 42 (2H, m), 7. 63 (1H, 

dd, J = 2. 3, 8. 6Hz) , 7. 82 (1H, d, J = 2. 3Hz) , 8 

. 11-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 4 7 2 [M + H] + 

yT^fl/tY-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
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; R 5 : 5-1-2 -MeO-Ph;n=2) 

'HNMR (CDC1 3 ) 6:0. 93 (3H, d, J = 6. 8Hz) , 0. 9 
6 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 2 ( 1 H, m) , 2. 80 
-2. 90 (1H, m) , 3. 52 (2H, d, J = 6. 4Hz) , 3. 7 2 ( 
5 3H, s) , 5. 92 (1H, s) , 6. 70 ( 1 H, d, J=8. 5Hz) , 
6. 79-6. 84 ( 1 H, m) , 7. 39-7. 50 ( 2 H, m) , 7. 56 
-7. 6 6 (2H, m) , 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) :47 1 [M+H] + 

10 nnw4 4 

Jfr&jftgjl 1 1 9(D^ji (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 : 3— I— 4 — EtQ — Ph ; n = 2) 

1 HNMR (CDC 1 8 ) 6:0. 96 (3H, d, J = 6. 5Hz), 1. 0 
2 (3H, d, J = 6. 5Hz) , 1. 48 (3H, t, J=6. 9Hz) , 1 

15 . 90-2. 05 (1H, m), 2. 92-3. 08 ( 1 H, m) , 3. 35- 
3. 50 (2H, m) , 4. 09 (2H, q, J = 6. 9Hz) , 5. 79 (1 
H, s) , 6. 76 (1H, d, J = 8. 1Hz) , 6. 9 4-6. 9 7 (1H 
., m) , 7. 13 (1H, dd, J=4. 9, 8. 1Hz) , 7. 45-7. 5 
5 (2H, m) , 7. 84 (1H, d, J=4. 9Hz) , 8. 13-8. 18 

20 (1H, m) 

FAB-MS (m/e) : 48 6 [M+H] + 

mMM4 5 

it^Ml 1 2 OtPggjg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
25 :H; R 5 : 3 - I - 4 - i P r O- P h ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 7. 0Hz) , 1. 0 
0 (3H, d, J = 6. 5Hz) , 1. 40 (3H, d, J = 5. 8Hz) , 1 
. 40 (3H, d, J =5. 8Hz) , 1. 85-2. 00 (1H, m) , 2. 
90-3. 05 (1H, m), 3. 35-3. 51 (2H, m), 4. 50-4 



I 
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. 62 (1H, m) , 5. 76 (1H, s) , 6. 78 (1H, d, J = 7. 9 
Hz), 6. 93-6. 96 ( 1 H, m) , 7. 11 (1H, dd, J = l. 9 
, 7. 9Hz) , 7. 4 5- 7. 5 2 (2H, m) , 7. 84 ( 1 H, d, J- 
1. 9Hz) , 8. 13-8. 16 (1H, m) 
5 FAB-MS (m/e) : 5 0 0 [M+H] + 

tt&Qlini 1 2 lomt (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 : 3- I -4-nP rO-Ph ; n=2) 

10 *HNMR (CDC 1 „) 5:0. 95 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 6Hz) , 1. 10 (3H, t, J = 7. 4Hz) , 1 
. 80-2. 00 (3H, m) , 2. 95-3. 04 (1H, m), 3. 35- 
3. 50 (2H, m) , 3. 98 (2H, t, J = 6. 3Hz), 5. 76 (1 
H, s) , 6. 75 (1H, d, J = 8. 5Hz) , 6. 9 3-6. 9 6 (1H 

15 , m) , 7. 11 (1H, dd, J = 2. 0, 8. 5Hz) , 7. 47-7. 5 
0 (2H, m) , 7. 83 (1H, d, J = 2. 2Hz) , 8. 13-8. 16 
(1H, m) 

FAB-MS (m/e) : 5 0 0 [M+H] + 

20 mmm4 1 

{t&QMl 1 2 2<DMM (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 : 3- I -4-nBuO-Ph ; n = 2) 

l HNMR (CDC1 3 ) 6:0. 95-1. 02 (9H, m), 1. 50-1 
. 70 (2H, m), 1. 90-2. 00 (1H, m), 2. 95-3. 05 ( 
25 1H, m), 3. 40-3. 50 (2H, m), 4. 02 (2H, t, J = 6. 
3Hz) , 5. 78 (1H, s) , 6. 73 (1H, d, J = 8. 4Hz) , 6 
. 92-6. 99 (1H, m), 7. 12 (1H, dd, J = 2. 0, 8. 4H 
z), 7. 45-7. 52 (2H, m), 7. 83 (1H, d, J=2. 0Hz 
) , 8. 14-8. 17 (1H, m) 
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FAB-MS (m/e) : 5 1 4 [M + H] + 
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ik&Qami 1 2 3(Z)« (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
5 :H; R 5 : 3 - I - 4 - ( 2 -Me) P r O- P h ; n= 2) 

X HNMR (CDC 1 8 ) (5:0. 95-1. 02 (9H, m) , 1. 30-1 
. 36 (3H, m) , 1. 75-1. 85 (2H, m) , 1. 90-2. 05 ( 
1H, m) , 2. 9 5-3. 0 5 (1H, m) , 3. 3 8-3. 5 0 (2H, m 
) , 4. 3 0-4. 4 0 (1H, m) , 5. 78 (1H, s) , 6. 75 (1H 
10 , d, J = 8. 3Hz) , 6. 9 7-6. 9 9 (1H, m) , 7. 12 (1H, 
dd, J =2. 0, 8. 3Hz), 7. 48-7. 53 (2H, m) , 7. 83 
(1H, d, J = 2. 0Hz) , 8. 14-8. 17 (1H, m) 



15 $mm4 9 

Jfr&fom 1 2 4(Dm& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H;R 5 :3-I, 4-PhCH . O-Ph ; n = 2) 

1 HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J =6. 9 Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 8 6-2. 0 0 (1H, m) , 2. 99 

20 (1H, ddd, J = 3. 4, 5. 7, 9. 4Hz) , 3. 39 (1H, dd, 
J = 9. 4, 14. 3Hz), 3. 47 ( 1 H, dd, J = 3. 4, 14. 3H 
z) , 5. 16 (2H, s) , 5. 77 (1H, s) , 6. 82 (1H, d, J 
= 8. 7Hz) , 6. 9 3-6. 9 7 (1H, m) , 7. 12 (1H, dd, J 
= 2. 0, 8. 7Hz) , 7. 3 0-7. 44 (3H, m) , 7. 46-7. 5 

25 2 (4H, m), 7. 87 (1H, d, J = 2. 0Hz), 8. 13-8. 17 
(1H, m) 

FAB-MS (m/e) : 548 [M+H] + 



FAB-MS (m/e) : 5 1 4 [M + H] + 



MMM 5 0 
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it&tomi 1 2 5(P8S% (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 
:H;R 5 : 3-Br, 4 - P h CH » CH , Q-P h ; n = 2) 

X HNMR (CDC 1 3 ) (5:0. 97 (3H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 7 (1H, m) , 3. 04 
5 (1H, dd, J = ll. 4, 14. 5Hz) , 3. 41 (2H, t, J=6. 
8Hz) , 3. 43 (1H, dd, J = 2. 3, 14. 5Hz) , 3. 48 (1 
H, ddd, J = 2, 3, 5. 0, 11. 4Hz) , 4. 25 (2H, t, J = 
6. 8Hz) , 5. 83 (1H, s) , 6. 7 0-6. 7 4 (1H, m) , 6. 
88 (1H, d, J = 8. 5Hz) , 7. 2 0-7. 4 3 (8H, m) , 7. 6 
10 1 (1H, d, 3 = 2. 1Hz), 8. 11-8. 15 (1H, m) 

FAB-MS (m/e) : 5 1 4, 5 16 [M+H] + 

mmm 5 1 

{k&VllWl 1 2 6<DMm (Ar : Ph ; R 1 :H; R 2 : H ; R 3 : i-P r ;R 4 
15 : H ; R 5 : 3-C 1 , 4-PhCH , CH , Q-Ph ; n=2) 

X HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 8Hz) , 0. 9 

7 (3H, d, J = 6. 8Hz) , 1. 7 2-1. 84 (1H, m) , 3. 04 
(1H, dd, J = ll. 4, 14. 1Hz) , 3. 18 (2H, t, J = 6. 

9Hz) , 3. 43 (1H, dd, J = 2. 3, 14. 1Hz) , 3. 48 (1 
20 H, ddd, J = 2, 3, 5. 0, 11. 4Hz) , 4. 26 (2H, t, J = 

6. 9Hz) , 5. 83 (1H, s) , 6. 7 0-6. 7 4 (1H, m) , 6. 

92 (1H, d, J = 8. 5Hz) , 7. 17 (1H, dd, J = 2. 1, 8. 

5Hz) , 7. 2 3-7. 4 3 (7H, m) , 7. 44 (1H, d, J = 2. 1 

Hz), 8. 12-8. 15 (1H, m) 
25 FAB-MS (m/e) : 47 0/47 2 [M+H] + 

Jfrfrftgll 1 2 7<DMm (Ar : Ph : R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
:H;R s :4-OMe-3-Ph-Ph;n = 2) 
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t 

: HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 9Hz) , 1. 9 0 -2. 0 3 (1H, m) , 3. 02 
(1H, ddd, J = 3. 3, 5. 7, 9. 2Hz) , 3. 44 ( 1 H, dd, 
J = 9. 2, 14. 3Hz) , 3. 49 (1H, dd, J = 3. 3, 14. 3H 
5 z) , 3. 83 (3H, s) , 5. 84 (1H, s) , 7. 2 2-7. 2 6 (1 
H, m) , 7. 2 8-7. 3 4 (2H, m) , 7. 3 6-7. 4 2 (2H, m) 
, 7. 46-7. 54 (4H, m) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) :42 2 [M + H] + 

io nmm 5 3 

Ifr&fjflU 1 2 8<Pgjfi (A r :Ph;R':H;R 2 :H;R 3 : i-Pr;R 4 
:H;R 5 :4-OMe-3 (2-pyr idyl) -Ph;n=2) 

J HNMR (CD C 1 3 ) 6:0. 94 (3H, d, J = 6. 9Hz), 0. 9 
7 (3H, d, J = 7. 5Hz) , 1. 9 0-2. 0 3 ( 1 H, m) , 2. 99 

15 (1H, ddd, J = 3. 6, 5. 6, 8. 7Hz) , 3. 45 (1H, dd, 
J = 8. 7, 14. 2Hz) , 3. 50 (1H, dd, J = 3. 6, 14. 2H 
z), 3. 88 (3H, s), 5. 87 (1H, s), 6. 99-7. 04 (1 
H, m), 7. 01 (1H, d, J = 8. 5Hz), 7. 18-7. 23 (1H 
,m), 7. 24-7. 29 (1H, m), 7. 44-7. 49 (2H, m), 

20 7. 67-7. 74 (1H, m), 7. 81 (1H, d, J = l. 8Hz), 7 
. 83 (1H, dd, J = l. 8, 8. 5Hz), 8. 12-8. 16 (1H, 
m) , 8 . 6 6 - 8 . 6 9 ( 1 H, m) 
FAB-MS (m/e) :42 3 [M + H] + 

25 MMM 5 4 

fc&tomi 1 2 9<Pgj6 (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 
:H;R 5 :4-OMe-3 (3-pyridyl) -Ph;n = 2) 

: HNMR (CDC 1 8 ) <5:0. 9 6 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 2 (1H, m) , 3. 05 
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(1H, ddd, J = 3. 3, 5. 7, 9. 1Hz) , 3. 45 (1H, dd, 
J = 9. 1, 14. 3Hz) , 3. 48 (1H, dd, J = 3. 3, 14. 3H 
z) , 3. 84 (3H, s) , 5. 85 (1H, s) , 7. 00 (1H, dd, 
J = 1 . 9, 7. 3Hz), 7. 01-7. 07 ( 1 H, m) , 7. 25-7. 
5 3 4 (3H, m) , 7. 4 6-7. 5 2 (2H, m) , 7. 8 2-7. 8 7 (1 
H, m) , 8. 16-8. 2 0 (1H, m) , 8. 5 3 (1H, d, J = 4. 8 
Hz), 8. 76 (1H, s) 
FAB-MS (m/e) : 4 2 3 [M + H] + 

io mmm 5 5 

fc&WJl 1 3 OOggji (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H;R s :4-OMe-3 (4-pyridyl) -Ph;n = 2) 

X HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 8 Hz) , 1. 0 
0 (3H, d, J = 6. 4Hz) , 1. 8 7-2. 0 0 ( 1 H, m) , 3. 06 

15 (1H, ddd, J = 3. 4, 5. 7, 9. 2Hz), 3. 4 0 (1H, dd, 
J = 9. 2, 14. 3Hz) , 3. 47 ( 1 H, dd, J = 3. 4, 14. 3H 
z) , 3. 85 (3H, s) , 5. 85 (1H, s) , 6. 9 8-7. 0 6 (2 
H, m) , 7. 2 8-7. 3 3 (2H, m) , 7. 46 (2H, dd, J = l. 
7, 4. 5Hz) , 7. 4 9-7. 5 2 (2H, m) , 8. 16-8. 21 (1 

20 H, m), 8. 60 (2H, dd, J = l. 7, 4. 5Hz) 
FAB-MS (m/e) :4 2 3 [M+H] + 

mmm 5 6 

ftj£&011 1 3 lOgj (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
25 :H; R 5 : 3 - C QOMe - 4 -M e O- P h ; n = 2 ) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7 Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 ( 1 H, m) , 2. 94 
-3. 04 (1H, m), 3. 40-3. 50 (2H, m), 3. 87 (3H, 
s), 3. 92 (3H, s), 5. 82 (1H, s), 6. 90-7. 00 (2 
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H, m) , 7. 45-7. 52 (2H,m), 7. 65-7. 80 (2H, m) 
, 8. 12-8. 20 ( 1 H, m) 
FAB-MS (m/e) : 4 04 [M+H] + 

5 MffiM 5 7 

Jfr&teflMl'l 3 6®§S{j§ (Ar :Ph;R':H;R 2 :H;R 3 : i -P r ; R 4 
:H: R 5 : 3-COhydroxyindolyl -4-MeO-Ph ; n= 
2) 

X HNMR (CDC 1 8 ) <5:0. 95 (3H, d. J = 7. 0Hz) , 1. 0 
10 0 (3H, d, J = 6. 6Hz), 1. 85-2. 00 ( 1 H, m) , 3. 05 
-3. 25 (3H, m) . 3. 35-3. 50 (4H, m) , 3. 85 (3H, 
s) , 5. 79 (1H, s), 6. 90-7. 25 (7H, m) , 7. 40-7 
. 55 (2H, m) , 8. 10-8. 20 (1H, m) , 8. 25-8. 35 ( 
1H, m) 

15 FAB-MS (m/e) : 49 1 [M+H] + 

mmm 5 8 

jfr&MMl 1 3 7 (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i -P r ;,R 4 

:H; R 5 : 4-PhCOQ-Ph ; n = 2) 

20 : HNMR (CD C 1 3 ) (5:0. 97 (3H, d, J = 6. 5 Hz) , 1. 0 
1 (3H, d, J = 6. 9Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 05 (1H, m), 3. 35-3. 50 (2H, m) , 5. 88 (1H, 
s), 6. 96-7. 00 ( 1 H, m) , 7. 20-7. 32 ( 2 H, m) , 7 
. 4 5-7. 5 6 (4H, m) , 7. 6 2-7. 7 0 ( 1 H, m) , 7. 92 ( 

25 1H, s) , 8. 15-8. 18 (1H, m) , 8. 27 (2H, d. J=8. 
6Hz) 

FAB-MS (m/e) : 5 6 2 [M + H] + 



mm 5 9 
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jbJtMU 1 3 9<DMl& (Ar : Ph ; R* : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H; R 5 : 4- (4-N3) -PhCOQ-Ph ; n=2) 

l HNMR (CDC1 3 ) (5:0. 97 (3H, d, J = 6. 8Hz) , 1. 0 
1 (3H, d, J = 6. 6Hz) , 1. 8 5-2. 0 0 (1H, m) , 2. 98 
5 -3. 05 (1H, m) , 3. 35-3. 50 (2H, m) , 5. 88 (1H, 
s) , 6. 9 7 - 7. 0 0 (1H, m) , 7. 17 (2H, d, J = 8. 3Hz 
) , 7. 23 (1H, d, J = 8. 3Hz) , 7. 31 (1H, dd, J = l. 
9, 8. 3Hz), 7. 48-7. 55 (2H, m) , 7. 92 (1H, d, J 
= 1. 9Hz), 8. 15-8. 18 (1H, m) , 8. 26 (2H, d. J = 
10 8. 3Hz) 

FAB-MS (m/e) : 6 0 3 [M + H] + 

mmme o 

tt&mm H46 <dw& 

15 y7Xrl/t?-a (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-1, 4 - n P r NHCOCH 2 O- P h ; n= 0) 

X HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 6Hz) , 0. 9 
5 (3H, d, J = 6. 7Hz) , 1. 00 (3H, t, J = 7. 4Hz) , 1 
. 5 5-1. 7 4 (3H, m) , 2. 49 (1H, dd, J = 10. 8, 13. 

20 9Hz) , 2. 89 (1H, dd, 3 = 2. 2, 13. 9Hz) , 3. 01 (1 
H, ddd. J = 2. 2, 5. 1, 10. 8Hz), 3. 3 5-3. 4 2 (2H 
, m) , 4. 54 (2H, s) , 5. 64 (1H, s) , 6. 5 4-6. 5 8 ( 
1H, m) , 6. 80 (1H, d, J = 8. 4Hz) , 7. 00-7. 15 (2 
H, m) , 7. 40 (1H, dd, 3 = 2. 0, 8. 5Hz) , 7. 63-7. 

25 66 (1H, m) , 7. 88 (1H, d, 3 = 2. 0Hz) 
FAB-MS (m/e) : 5 2 5 [M + H] + 
y7Xrl/f?-b (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R s : 3-1, 4 - n P r NHCOCH 2 O- P h ; n= 0) 
X HNMR (CDC 1 3 ) 6:0. 90-1. 05 (9H, m), 1. 55-1 
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. 70 (2H, m) , 1. 72-1. 85 (3H, m) , 1. 90-2. 00 ( 
1H, m) , 3. 3 5-3. 4 0 (2H, m) , 4. 52 (2H, s) , 5. 6 
6 (1H, s) , 6. 70-6. 80 (2H,m), 6. 95-7. 05 (1H 
, m) , 7. 06-7. 15 ( 2 H, m) , 7. 48-7. 52 ( 1 H, m) , 
5 7.8 3 (1H, d, J=2. 2Hz) 

FAB-MS (m/e) : 5 2 5 [M+H] + 

mmme 1 

ft&mw 1147 cpgm 

10 mfl/t?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R S :3-I, 4-n-P r NHCOCH 2 0-Ph ; n = 2) 

J HNMR (CDC 1 8 ) (5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 50-1. 70 (2H, m) , 1. 70-1. 85 (1H, m), 3. 05 ( 

15 1H, dd, J = ll. 8, 14. 7Hz) , 3. 38 (1H, t, J = 6. 5 
Hz) , 3. 40 (1H, t, J = 6. 5Hz) , 3. 4 2-3. 5 2 (2H, 
m) , 4. 56 (2H, s) , 5. 88 (1H, s) , 6. 7 0-6. 7 3 (1 
H, m) , 6. 82 (1H, d, J = 8. 5Hz), 7. 02 (1H, brs) 
, 7. 37 (1H, dd, J = 2. 1, 8. 5Hz), 7. 3 7-7. 4 3 (2 

20 H, m) , 7. 85 (1H, d, J = 2. 1Hz), 8. 13-8. 17 (1H 
, m) 

FAB-MS (m/e) : 5 5 7 [M+H] + 
^/Xf^T-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-I, 4 -n - P r NHCOCH 2 0- P h ; n = 2) 
25 J HNMR (CDCI3) (5:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, t, J = 7. 4Hz) , 1. 01 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 70 02 H, m) , 1. 90-1. 94 (1H, m), 2. 98- 
3. 05 (1H, m) , 3. 3 0-3. 4 9 (4H, m) , 4. 52 (1H, s 
) , 5. 79 (2H, s) , 6. 75 (1H, d, J = 8. 3Hz) , 6. 93 
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-7. 00 (1H, m) , 7. 01 (1H, brs) , 7. 18 (1H, dd, 
J = l. 9, 8. 3Hz), 7. 48-7. 55 (2H, m) , 7. 83 (1H 
, d, J = l. 9Hz) , 8. 15-8. 19 (1H, m) 
FAB-MS (m/e) : 5 5 7 [M+H] + 



2 

tt&mm 1148 (omm. 

^7XfVt7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
;R 5 :2-I, 5 - n - P r NHCO CH 2 0- P h ; n = 2 ) 

10 ! HNMR (CDC1 3 ) (5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 55-1. 69 (2H, m) , 1. 71-1. 86 (1H, m), 3. 04 ( 
1H, dd, J = ll. 8, 14. 7Hz) , 3. 36 ( 1 H, t, J = 6. 9 
Hz) , 3. 38 (1H, t, J = 6. 9Hz) , 3. 4 5-3. 5 0 ( 1 H, 

15 m) , 3. 47 (1H, dd, J=2. 4, 14. 7Hz) , 4. 51 (2H, 
s), 5. 94 (1H, s), 6. 68-6. 72 (1H, m), 6. 82 (1 
H, dd, J = l. 8, 8. 0Hz) , 6. 95 (1H, d, J = l. 8Hz) 
, 7. 04 (1H, brs) , 7. 3 6-7. 4 6 (2H, m) , 7. 79 (1 
H, d, J = 8. 0Hz), 8. 14-8. 18 (1H, m) 

20 FAB-MS (m/e) : 5 5 7 [M+H] + 

y7Xrl/tT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :2-I, 5 - n - P r NHCOCH 2 0-P h ; n= 2) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
0 (3H, t, J = 7. 4Hz) , 1. 01 (3H, d, J = 6. 8Hz) , 1 

25 - 55-1. 65 (2H, m), 1. 87-2. 00 (1H, m), 3. 31- 
3. 45 (3H, m) , 4. 43 (1H, d, J = 13. 9Hz) , 4. 46 ( 
1H, d, J = 13. 9Hz), 5. 82 (1H, s) , 6. 7 0 (1H, dd 
, J = l. 3, 8. 2Hz) , 6. 82 (1H, d, J = l. 3Hz) , 6. 9 
5-7. 02 (1H, m), 7. 03 (1H, brs), 7. 49-7. 54 ( 



5 
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2H, m) , 7. 73 (1H, d, J = 8. 2Hz) , 8. 16-8. 20 (1 
H, m) 

FAB-MS (m/e) : 5 5 7 [M + H] + 

5 mmm6 3 

fe^ftWl 1 4 9(PgjB (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
: H ; R 5 : 5- I -2-n-P r NHCOCH , Q-P h ; n=2) 

*HNMR (CDClj) a : 0. 75 (3H, t, J=7. 4Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 00 (3H, d, J = 6. 7Hz) , 1 

10 . 32-1. 47 (2H, m), 1. 77-1. 89 (1H, m), 3. 04 ( 
1H, dd, J = ll. 8, 14. 8Hz) . 3. 05-3. 20 (2H, m) 
, 3. 51 (1H, dd, J = 2. 2, 14. 8Hz) , 3. 4 8-3. 5 8 ( 
1H, m) , 4. 16 (1H, d, J = 14. 0Hz) , 4. 34 (1H, d, 
J = 14. 0Hz), 6. 35 (1H, s) , 6. 56-6. 64 (1H, m) 

15 , 6. 60 (1H, d, J = 8. 5Hz), 6. 66-6. 69 (1H, m), 
7. 3 7-7. 46 (2H, m) , 7. 66 (1H, dd, J = l. 9, 8. 5 
Hz) , 7. 93 (1H, d, J = l. 9Hz) , 8. 10-8. 14 (1H, 
m) 

FAB-MS (m/e) : 5 5 7 [M + H] + 

20 

mmm 6 4 

tt&mmi 1 5 ovmm. 

^77rl/f7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3 — CH 2 OH-4-OMe -Ph ; n = 2) 
25 *HNMR (CDC 1 8 ) 6:0. 97 (3H, d, J =6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 7 0 - 1. 8 5 (1H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 4Hz) , 3. 4 5-3. 4 9 (1H, m) , 3. 91 (3H, s 
) , 4. 71 (2H, s) , 5. 81 (1H, s) , 6. 7 3-6. 7 6 (1H 
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, m) , 6. 93 (1H, d, J = 8. 3Hz) , 7. 2 7-7. 3 9 (4H, 
m) , 8 . 12-8. 15 (1H, m) 

FAB-MS (m/e) : 3 7 6 [M+H] + 
VJTsU-ViT^-h (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
5 ; R 5 : 3— CH20H — 4— MeO — Ph ; n=2) 

X HNMR (CDC 1 3 ) <5:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz), 1. 90-2. 00 (lH,m), 2. 95 
-3. 02 (1H, m) , 3. 3 8-3. 5 2 (2H, m) , 3. 88 (3H, 
s) , 4. 68 (2H, s) , 5. 79 (1H, s) , 6. 88 (1H, d, J 
10 =8. 3Hz), 6. 93-6. 96 (1H, m) , 7. 18 (1H, dd, J 
= 2. 0, 8. 3Hz), 7. 29 (1H, d, J = 2. 0Hz), 7. 4 5- 
7. 4 8 (2H, m) , 8. 13-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 3 7 6 [M + H] + 

15 £d£f!l6 5 

Jfr&ftflll 1 5 lOttjfi (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H; R 5 :3-(l, 2 - d i h y d r o x y e t h y 1 ) - 4 -Me - P h 
; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 92-0. 98 (6H, m), 1. 85-1 
20 . 95 (1H, m) , 3. 00-3. 10 ( 1 H, m) , 3. 35-3. 50 ( 
2H, m), 3. 60-3. 7 0~(1H, m), 3. 75-3. 8 5 (1H, m 
), 3. 85 (3H, s) , 5. 00-5. 08 (1H, m) , 5. 78 (1H 
, s) , 6. 86 (1H, dd, J = l. 5, 9. 1) , 6. 9 5-7. 0 2 ( 
1H, m), 7. 12-7. 23 (1H, m), 7. 45-7. 5 5 (3 H, m 
25 ) , 8 . 1 5 - 8 . 1 8 ( 1 H, m) 

FAB-MS (m/e) : 4 0 6 [M+H] + 

mffiM6 6 

ik&mmi 1 5 2 (DUB (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
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:H; R s : 3 -CH 2 OM e - 4 -M e O-P h ; n = 2) 

*HNMR (CDClg) 5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 04 (1H, m) , 3. 41 (3H, s), 3. 45-3. 52 (2H, 
5 m), 3. 85 (3H, s) , 4. 49 (2H, s), 5. 79 (1H, s) , 
6. 86 (1H, d, J = 8. 5Hz), 6. 90-6. 95 (1H, m), 7 
. 17 (1H, dd, 3=2. 0, 8. 5Hz), 7. 37 (1H, d, J = 2 
. 0Hz) , 7. 44-7. 4 7 (2H, m) , 8. 12-8. 15 (1H, m 
) 

10 FAB-MS (m/e) : 3 9 0 [M+H] + 

fc&MMl 1 5 3<Dmy& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 
:H; R 5 : 3-CH2NHSQ2Me-4-MeO-Ph ; n=2) 
15 *HNMR (CD C 1 3 ) 5:0. 95 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz), 1. 90-2. 04 (1H, m) . 2. 79 
(3H, S) , 3. 02-3. 12 (1H, m) , 3. 35-3. 50 (2H, 
m) , 3. 88 (3H, s) , 4. 2 7-4. 3 0 (2H, m) , 4. 91-4 
. 92 (1H, m) , 5. 77 (1H, s), 6. 88 ( 1 H, d, J = 8. 5 
20 Hz) , 6. 9 7-7. 0 0 (1H, m), 7. 16 (1H, dd, J = 2. 0 
, 8. 5Hz), 7. 21-7. 26 (1H, m), 7. 48-7. 51 (2H 
, m) , 8 . 16-8. 19 ( 1 H, m) 
FAB-MS (m/e) :4 5 3 [M+H] + 

25 6 8 

tt&tomi 1 5 4®a&a ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r : R 4 
: H ; R 5 : 3 -CH 2 NMe S O 2Me - 4 -Me O- P h ; n= 2) 

'HNMR (CDC 1 8 ) <5 : 0. 95 (3H, d, J = 6. 8Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 90-2. 01 (1H, m), 2. 79 
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<3H, s), 2. 81 (3H, s) . 3. 02-3. 10 (1H, m) , 3. 

32-3. 49 (2H, m) , 3. 84 (3H, s), 4. 36 (2H, s), 

5. 76 (1H, s) , 6. 86 ( 1 H, d, J = 8. 5Hz) , 6. 98-7 

. 04 (1H, m) , 7. 12 (1H, dd, J = 2. 3, 8. 5Hz) , 7. 

5 3 5 (1H, d, 1 = 2. 3Hz) , 7. 4 7 -7. 5 2 (2H, m) , 8. 1 
5-8. 19 (1H, m) 
FAB-MS (m/e) : 4 6 7 [M + H] + 

mmm 6 9 

10 tt&mm 1 5 5Qgjg (Ar : Ph ; R 1 :H ; R 2 :H ; R 3 : i-Pr ;R 4 
: H ; R 5 : 3- (4-CH2QH) Ph-4-MeO-Ph; n=2) 
'HNMR (CDC1 3 ) 6:0. 96 (3H, d, J=6. 8Hz) , 0. 9 

8 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 0 (1H, m) , 3. 00 
-3. 08 (1H, m) , 3. 40-3. 55 (2H, m) , 3. 83 (3H, 

15 s) , 4. 72 (2H, s) , 5. 83 (l.H, s), 6. 95-7. 05 (2. 
H, m), 7. 22-7. 30 (2H, m) , 7. 36-7. 60 (6H, m) 
, 8. 14-8. 17 (1H, m) 
FAB-MS (m/e) : 4 5 2 [M + H] + 

20 7 0 

it^mm 115 6 QW& (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
:H; R 5 : 3-MeSQ2N (Me) CH2-4-Me-Ph;n = 2) 
X HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 

9 (3H, d, J = 6. 7Hz), 1. 90-2. 01 (1H, m), 2. 39 
25 (3H, s) , 2. 6 6 (3H, s) , 2. 8 1 (H, S) , 3. 0 5 (1H, 

m) , 3. 4 0-3. 5 5 (2H, m) , 4. 21 (1H, d, J = 14. OH 
z) , 4. 31 (1H, d, J = 14. 0Hz) , 5. 79 (1H, s) , 6. 
95-6. 98 ( 1 H, m) , 7. 10 (1H, s), 7. 19-7. 20 (2 
H, m) , 7. 48-7. 51 ( 2 H, m) , 8. 16-8. 19 ( 1 H, m) 
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FAB-MS (m/e) : 4 5 1 [M + H] + 



PCT/JP01/11267 



mm7 1 

jt&mmi 1 6 KPtSji (Ar : 7-HO-Ph ; R 1 : H ; R 2 : H ; R 3 : i 
5 -Pr;R 4 :H; R 6 :Ph; n = 0) 

X HNMR (CDClg) 6:0. 94 (3 H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 5 5-1. 7 5 (1H, m) , 2. 48 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 83 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 00-3. 08 (1H, m) , 5. 64 (1H, s 
10 ) , 6. 03 (1H, d, J = 2. 6Hz) , 6. 56 (1H, dd, J = 2. 
6, 8. 3Hz) , 7. 2 4-7. 48 (5H, m) , 7. 50 (1H, d, J 
= 8. 3Hz) 
FAB-MS (m/e) : 3 0 0 [M + H] + 

15 rnmw 7 2 

tt&mmi 1 6 2(p$m (3— t v?u\±)v- 7-^ h^^-s-y^zpy- 2 

, 3, 4, 5-fh7bFP-lff-U 6 , 4^0ffl^>: 1, 1- 

*JWW"HJ£A (1. 7 5g, 4 3. 9mmol) &2-tHD^y-4- 
20 /h^> > /7x7> (5. OOg, 2 1. 9 mm o 1 ) ©y^?MJ^7 
(2 0. 0ml) mmzty-j< DiD^L 0 ftmfthtz. 

tJVWV^Jl'&U?^ K (3. 13g, 2 5. 2mmol) £fln*, 6 CCT 

25 s$y'j*^>±^ ^^^/iHix^ (80/20) *mmMt?%%7 

A^P7h^77^-iliU 0fM©«fe@#O- (2-^>y<;i/-4-^ 
h*y7x^) N, N-^^k^W^^X-h (2. 8 1 g, 8. 9 0 
mmo 1) (K$4 1 %) . 

*HNMR (CDC 1 8 ) 6:3. 09 (3H, s) , 3. 28 (3H, s) , 
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3. 87 (3H, s) , 6. 73 ( 1 H, d, J = 2. 4Hz) , 6. 82 (1 
H, dd, J = 8. 6, 2. 4Hz) , 7. 3 8-7. 5 6 (4H, m) , 7. 
74-7. 78 (2H, m) 
FAB-MS (m/e) : 3 1 6 [M+H] + 
5 (2. 73g, 8. 6 6mmol) $7i-JH-tJV (4. 

og) mi, 2 6 ovt*3 ommvtzo MtT^um 

£->U#^>±T, &V>TA*-tf->/f^X^ (8 0/2 0) £}g 

JI/-4-/h+->7i^;W N, N-Vt^MJV/^ttX-h (2. llg 
10 ,5. 9 6mmo 1) £#fc (»7 7%) 0 

: HNMR (CDClj) 6:2. 89 (6H, s), 3. 88 (3H, s) , 
6. 96 (1H, dd, J = 8. 5, 2. 5Hz) , 7. 20 (1H, d, J = 
2. 5Hz) , 7. 3 8-7. 4 5 (3H, m) , 7. 51-7. 57 (1H, 
m) , 7. 7 6-7. 8 0 (2 H, m) 
15 FAB-MS (m/e) : 316 [M + H] + 

JM2<D£$m (3. 14g, 9. 9 6mmol) ^^/-^ (4 0. 0m 
1) tllb, 1 0N7j<m^hU'>A7K« (1 0. 0ml) gin*., ^Ml? 

20 > (6. omi) i«u 5l»Ji©xgi"rt#e)nfc2-rvyptf;i/7^u 

3?> (1. 5ml) ftSfiTiTFUfc. SinllTIk S£#f&gfflT3l$|i8«# 

u «m (2. omi) &mmvit. mto&7&* u^^3mm^m^ 

;i/T2i§iatBUfco m^tcmm^mm^mmrmwh, «j*u mjeetk 
25 wifb&. a3tft->u*y^±Tr, A^>/^x^;i/ oo/io) 

-7-* h^y-5-7x"^-2, 3-S>hFni, 4 -A>y?7if tf> ( 
1. 4 2g, 4. 5 7mmol) Sftft («4 6 %) . 'HNMRd g^S 
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J HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8 Hz) , 1. 0 
6 (3H, d, J = 6. 7Hz) , 2. 00-2. 13 ( 1 H, m) , 3. 01 
(1H, ddd, J = 12. 2, 6. 5, 3. 9Hz), 3. 29 (1H, dd 
, J = 12. 2, 11. 1Hz) , 3. 64 (1H, dd, J = ll. 1, 3. 
5 9Hz) , 3. 86 (3H, s) , 6. 87 ( 1 H, dd, J = 8. 5, 2. 6 
Hz) , 7. 04 (1H, d, J = 8. 5Hz) , 7. 17 ( 1 H, d, J = 2 
. 6Hz), 7. 31-7. 43 (3H, m), 7. 58-7. 64 (2H, m 
) 

FAB-MS (m/e) : 3 1 2 [M + H] + 
10 X83 0£j$4fc (1. 4 2g, 4. 5 7mmol) Oh'J7Jl/«i (15 
. 0ml) ®mz, 30%««S7K (2. 5ml) *®OX;<DmtemaV 

*»T«ffP*!fcK»?0n?«c»b, ttftU MEETfcftR&bfc. »* (1. 6 3g 
15 <0-5^5 0 2mg) *5£tf4NaWbi<*l, 4-5?***>*tt (1 4. 0ml 
) temtehs mSM&Jti (0. 8 1mg, 12. 4mmol) \zmuhtz<, 

20 8 0/2 0) $Wlit5*7A^n > ?h^77>f-lliU 3— fV^Ptf 
7 h+V- 5-7x^-2, 3, 4, 5-fh7kHD-l H— 1 A 
6 , 4-^>l/7 c Tiftf>- 1, l-5?t>omTl/*7-a (8 2. 0m 
g, 0. 2 3 7mmo 1 > l$l 7%) fe«fclKb (14 1. 9mg, 0.411 
mmo 1, W2 9%) £&2lfitf)W£j&tJ£l/T#fco 
25 '^^fVt'?- a 

: HNMR (CDClj) a : 0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 73-1. 88 (1H, m), 3. 08 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 43 ( 1 H, dd, J = 2 
. 2, 14. 3Hz) , 3. 51 (1H, ddd, J=2. 2, 4. 8, 11. 
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4Hz) , 3. 83 (3H, s) , 5. 80 (1H, s) , 6. 59 (1H, d 
, J = 8. 6Hz) , 6. 85 (1H, dd, J = 2. 9, 8. 6Hz) , 7. 
3 3-7. 4 5 (5H, m) , 7. 68 (1H, d, J = 2. 9Hz) 
FAB-MS (m/e) : 3 4 6 [M+H] + 
5 ^77Tl/t^-b 

l HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 8 8-2. 0 2 ( 1 H, m) , 2. 97 
(1H, ddd, J = 3. 5, 5. 5, 9. 1Hz) , 3. 43 (1H, dd, 
J = 9. 1, 14. 5Hz) , 3. 49 (1H, dd, J = 3. 5, 14. 5H 
10 z) , 3. 86 (3H, s) , 5. 78 (1H, s) , 6. 80 (1H, d, J 
= 8. 6Hz) , 6. 96 (1H, dd, J = 2. 8, 8. 6Hz), 7. 26 
-7. 42 (5H, m) , 7. 66 (1H, d, J = 2. 8Hz) 
FAB-MS (m/e) : 3 46 [M + H] + 

15 skTizmmm 1 2 tmmz vxnit^m^mmM^^rt. 
mm 7 3 

it&mn 1 6 0<om& (Ar : 6-MeO-Ph ; R 1 : H ; R 2 : H ; R 3 : 
i— Pr ; R 4 : H ; R 5 : P h ; n = 2 ) 
*HNMR (CD C 1 3 ) 6:0. 99 (3H, d, J = 6. 9Hz) , 0. 9 

20 9 (3H, d, J = 6. 9Hz), 1. 80-1. 98 (1H, m), 3. 10 
-3. 2 0 (1H, m) , 3. 20-3. 3 8 (2H, m) , 3. 74 (3 H, 
s), 6. 35 (1H, s), 7. 11-7. 16 (2H, m), 7. 20-7 
. 32 (4H, m) , 7. 49 (1H, t, J = 8. 0Hz) , 7. 88 (1H 
, d d, J = 1. 1, 8. 0Hz) 

25 FAB-MS (m/e) : 3 4 6 [M + H] + 

mmm 7 4 

tt&mW 116 3 (DMM 

mfl/t7-a (Ar: g-OMe-PhiR'iHiR^HiR 3 : i- 
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Pr;R 4 :H; R 5 :Ph;n = 2) 

X HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 7. 0Hz), 0. 9 

7 (3H, d, J = 7. 0Hz) , 1. 7 0- 1. 8 5 (1H, m) , 3. 25 
-3. 50 (3H, m) , 3. 93 (3H, s) , 6. 01 (1H, s) , 6. 

5 32 (1H, d, J =7. 9 Hz) , 6. 9 2 (1H, d, J = 8. 1Hz) , 
7. 22-7. 40(6 H,m) 

FAB-MS (m/e) : 3 4 6 [M + H] + 
^77fW-b (A r : 9 — OM e — Ph jR^HjR^HjR 8 : i - 
Pr;R 4 :H; R 5 : Ph ; n = 2) 
10 X HNMR (CDC 1 3 ) 5:0. 91 (3H, d, J = 6. 5Hz), 0. 9 
6 (3H, d, J = 6. 5Hz) , 1. 8 5 - 1. 9 8 (1H, m) , 3. 08 
-3. 15 (1H, m) , 3. 60 (1H, dd, J = 3. 7, 14. 8Hz) 
, 3. 74 (1H, dd, J = 10. 1, 14. 8Hz) , 3. 99 (3H, s 
) , 5. 41 (lH, s) , 6. 27 (1H, d, J = 7. 9Hz) , 6. 96 
15 (1H, d, J = 8. 2Hz), 7. 18-7. 48 (6H, m) 
FAB-MS (m/e) : 34 6 [M + H] + 

nmm 7 5 

jt&wn i6 5g>$i3S 

20 ^7^rVf7-a (Ar : 8-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ;R 4 :H;R 5 :Ph;n=2) 
*HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 9Hz), 1. 73-1. 88 (1H, m) , 3. 11 
(1H, dd, J = ll. 3, 14. 3Hz) , 3. 43 ( 1 H, dd, J = 2 

25 • 2, 14. 3Hz) , 3. .51 (1H, ddd, J = 2. 2, 4. 7, 11. 
3Hz) , 5. 77 (1H, s) , 6. 55 ( 1 H, d, J = 8. 4Hz) , 6 
. 81 (1H, dd, J = 2. 7, 8. 4Hz) , 7. 3 0-7. 4 5 (5H, 
m) , 7. 66 (1H, d, 1 = 2. 7 Hz) 
FAB-MS (m/e) : 3 3 2 [M+H] + 
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VTZTV-tV-b (Ar : 8-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ; R 4 : H ; R 5 : Ph ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8 Hz) , 0. 9 
9 (3H, d, J = 6. 7 Hz) , 1. 88-2. 03 ( 1 H, m) , 3. 00 
5 (1H, ddd, J = 3. 6, 5. 7, 9. 0Hz) , 3. 45 (1H, dd, 
J = 9. 0, 14. 3Hz) , 3. 52 ( 1 H, dd, J = 3. 6, 14. 3H 
z) , 5. 75 (1H, s) , 6. 77 (1H, d, J = 8. 4Hz) , 6. 9 
2 (1H, dd, J = 2. 7, 8. 4Hz) , 7. 2 8-7. 4 0 (5H, m) 
,7.66 (1H, d, J = 2. 7Hz) 
10 FAB-MS (m/e) :3 3 2 [M+H] + 

mmm 7 6 

it&tom 1 6 6(pmm 

^7Xfk^-a (Ar : 9-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i - P 
15 r;R 4 :H; R 5 :Ph;n=2) 

X HNMR (CDC 1 8 ) <5:0. 98 (3H, d, J = 6. 6 Hz) , 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 7 5- 1. 8 5 ( 1 H, m) , 3. 32 
(1H, dd, J = ll. 5, 14. 1Hz) , 4. 45 ( 1 H, dd, J = 2 
. 1, 14. 1Hz) 3. 45-3. 55 (1H, m), 5. 89 (1H, s) 
20 , 6. 14 (1H, d, J = 7. 6Hz) , 6. 86 (1H, d, J = 8. 6H 
z) , 7. 18 (1H, dd, J = 7. 6, 8. 6 Hz), 7. 30-7. 41 
(5H, m) , 10. 3 6 (1H, s) 
FAB-MS (m/e) : 3 3 2 [M+H] + 
SJy^xW"?— b (Ar : 9-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
25 r ;R 4 :H; R 5 :Ph; n=2) 

l HNMR (CDC 1 8 ) 5:0. 98 (3H, d, J = 6. 9 Hz) , 1. 0 
0 (3H, d, J = 6. 9Hz), 1. 95-2. 05 (1H, m) , 2. 95 
-3. 05 (1H, m), 3. 49-3. 65 (2H, m), 5. 90 (1H, 
s) , 6. 31 (1H, d, J = 7. 9Hz) , 6. 94 ( 1 H, d, J = 8. 
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4Hz) , 7. 25-7. 45 (6H, m), 10. 0 (1H, s) 
FAB-MS (m/e) : 3 3 2 [M+H] + 



^»J7 7 
5 ik&mm 116 7 (Pgjfi 

y7XfW-a (Ar : 8 -n-P rNHCOCH 2 0-P h ; R 1 : H ; R 
2 :H;R 3 : i-Pr ;R 4 :H;R s :Ph;n = 2) 

X HNMR (CDC1 3 ) 6:0. 94 (3H, t, J = 7. 6Hz) 0. 98 
(3H, d, J = 7. 2Hz) , 0. 98 (3H, d, J = 7. 2Hz) , 1. 

10 52-1. 65 (2H, m) , 1. 75-1. 85 (1H, m), 3. 08 (1 
H, dd, J = ll. 4, 14. 3Hz) , 3. 29 (1H, t, J = 6. 3H 
z) , 3. 38 (1H, t, J = 6. 3Hz) , 3. 44 ( 1 H, dd, J = 2 
. 1, 14. 3Hz) , 3. 52 (1H, ddd, J = 2. 1, 4. 8. 11. 
4) , 4. 48 (2H, s) , 5. 79 ( 1 H, s) , 6. 52 (1H, brs 

15 ) , 6. 64 (1H, d, J = 8. 6Hz) , 6. 85 (1H, dd, J = 2. 
8, 8. 6 Hz), 7. 32-7. 4 5 (5H, m) , 7. 76 (1H, d, J 
= 2. 8Hz) 

FAB-MS (m/e) : 431 [M+H] + 
mfW-b (Ar : 8-n-P rNHCOCH 2 0-Ph ; R 1 : H ; R 

20 2 :H;R 3 : i -Pr ; R 4 : H ; R 6 : Ph ; n=2) 

J HNMR (CDC 1 3 ) 6:0. 94 (3 H, t, J = 7. 4Hz), 0. 9 
5 (3H, d, J = 6. 7Hz) , 0. 99 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 68 (2H, m), 1. 92-2. 02 (1H, m), 2. 97 ( 
1H, ddd, J = 3. 5, 5. 8, 12. 1Hz), 3. 31 (1H, t, J 

25 =6. 8Hz), 3. 34 (1H, t, J = 6. 8Hz), 3. 45 (1H, d 
d, J = 12. 1, 14. 4Hz), 3. 50 (1H, dd, J = 3. 5, 14 
. 4Hz) , 4. 52 (2H, s) , 5. 78 ( 1 H, s) , 6. 54 (1H, 
brs) , 6. 85 (1H, d, J = 8. 6Hz) , 6. 97 (1H, dd, J 
= 2. 8, 8. 6Hz), 7. 29-7. 42 (5H, m), 7. 74 (1H, 
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d, 3 = 2. 8Hz) 
FAB-MS (m/e) : 4 3 1 [M + H] + 

8 

5 tt&mm 116 8 (PgfjS 

y7XrW-a (Ar : 9-Me-Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ; R 4 : H ; R 5 : Ph ; n=2) 

*HNMR (CDClj) 5:0. 98 (3H, d, J = 6. 6Hz) , 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 7 2- 1. 8 5 (1H, m) , 2. 79 
10 (3H, s) , 3. 20 (1H, dd, J = ll. 3, 14. 5Hz) , 3. 3 

8 (1H, dd, J = 2. 1, 14. 5Hz) 3. 4 7-3. 5 2 (1H, m) 

, 6. 13 (1H, s) , 6. 60 (1H, d, J = 7. 2Hz) , 7. 11- 
7. 20 (2H, m) , 7. 25-7. 45 ( 5 H, m) 
FAB-MS (m/e) : 3 3 0 [M + H] + 
15 ^77TW-b (Ar : 9-Me-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ; R 4 : H ; R 5 : Ph ; n=2) 

X HNMR (CDC 1 8 ) 5:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz), 1. 87-1. 99 (1H, m), 2. 79 
(3H, s), 2. 95-3. 04 (1H, m), 3. 60-3. 68 (2H, 
20 m), 5. 6 4 ( 1 H, s ) , 6. 56-6. 62 (1H, m) , 7. 16-7 
. 22 (2H, m) , 7. 32-7. 41 (5H, m) 
FAB-MS (m/e) : 3 3 0 [M + H] + 

mmm 7 9 
25 it&ym 1169 omm 

^TX-rl/^-T-a (Ar^-Cl-PhiR^HjR^HiR 3 : i-Pr 
; R 4 : H ; R 5 : P h ; n = 2) 
'HNMR (CDC 1 3 ) 5:0. 99 (3H, d, J = 6. 9Hz), 0. 9 

9 (3H, d, J = 6. 9Hz) , 1. 7 3-1. 8 9 (1H, m) , 3. 06 
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(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 4 7-3. 5 5 ( 1 H, m) , 5. 85 (1H, s 
) , 6. 67 (1H, d, J = 2. 1Hz) , 7. 38 (1H, dd, J = 2. 
1, 8. 4Hz) , 7. 3 5-7. 5 0 (5H, m) , 8. 09 (1H, d, J 
5 =8. 4Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 
^7XfVt7-b (Ar : 7-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H;R 5 :Ph; n = 2) 
X HNMR (CDC1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
10 9 (3H, d, J = 6. 8Hz) , 1. 90-2. 03 (1H, m) , 2. 97 
(1H, ddd, J = 3. 7, 5. 7, 8. 9Hz) , 3. 45 (1H, dd, 
J = 8. 9, 14. 4Hz) , 3. 49 (1H, dd, J = 3. 7, 14. 4H 
z) , 5. 81 (1H, s) , 6. 88 (1H, d, J = 2. 0Hz) , 7. 3 
0-7. 43 (5H, m) , 7. 45 (1H, dd, J = 2. 0, 8. 4Hz) 
15 ,8.09 (1H, d, J = 8. 4Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 

fc&wm 1172 omm. 

20 y7XfU^-a (Ar : 8-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ; R 4 : H ; R 5 : P h ; n = 2) 

'HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz), 1. 77-1. 89 ( 1 H, m) , 3. 08 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 44 (1H, dd, J = 2 
25 . 2, 14. 4Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 8, 11. 
4Hz) , 5. 82 (1H, s) , 6. 63 (1H, d, J = 8. 3Hz) , 7 
. 31 (1H, dd, J = 2. 3, 8. 3Hz) , 7. 3 2-7. 46 (5H, 
m) , 8. 13 (1H, d, J = 2. 3Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
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mrl/^-b (Ar iS-Cl-PhiR^HsR^HiR 3 : i-P 
r ;R 4 :H;R 5 :Ph;n=2) 

! HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J=6. 8Hz) , 1. 9 2-2. 0 3 (1H, m) , 2. 96 
5 (1H, ddd, J = 3. 5, 5. 9, 8. 9Hz) , 3. 46 ( 1 H, dd, 
J = 8. 9, 14. 4Hz) , 3. 51 (1H, dd, J = 3. 5, 14. 4H 
z) , 5. 79 (1H, s) , 6. 84 ( 1 H, d, J = 8. 3Hz) , 7. 3 
0-7. 42 (5H,m), 7. 42 (1H, dd, J = 2. 2, 8. 3Hz) 
, 8. 13 (1H, d, J = 2. 2Hz) 
10 FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 

mmm 8 1 

K&mmi 1 7 5<pmm. 

mfl/t7-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
15 r ;R 4 :H;R 5 :Ph;n=2) 

a HNMR (CDC1 3 ) 6:0. 99 (3H, d, J = 6. 9Hz), 0. 9 
9 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 9 ( 1 H, m) , 3. 29 
(1H, dd, J = ll. 2, 14. 6Hz) , 3. 45 ( 1 H, dd, J = 2 
. 3, 14. 6Hz) , 3. 50 (1H, ddd, J = 2. 3, 4. 9, 11. 
20 2Hz) , 6. 1 1 (1H, s) , 6. 69 (1H, dd, J = l. 2, 7. 9 
Hz) , 7. 20 (1H, t, J = 7. 9Hz) , 7. 31-7. 45 (6H, 
m) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 
yT^fl/t^-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
25 r ; R 4 : H ; R 5 : Ph ; n=2) 

X HNMR (CDC 1 3 ) <5 : 0. 93 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 2 ( 1 H, m) , 3. 07 
(1H, ddd, J = 4. 5, 7. 1, 9. 5Hz) , 3. 6 7-3. 8 0 (2 
H, m) , 5. 49 (1H, s) , 6. 65 (1H, dd, J = 0. 7, 7. 9 
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Hz) , 7. 19 (1H, t, 3 = 7. 9Hz) , 7. 2 6- 7. 4 5 (6H, 
m) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 
5 H»J8 2 

it^mm 1178 <dm.& 

v?77fUf7-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H; R 5 : 4 - C 1 - P h ; n= 2 ) 
J HNMR (CDC1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 8Hz) , 1. 71-1. 82 ( 1 H, m), 3. 2 6 
(1H, dd, J = 11. 5, 14. 8Hz), 3. 40-3. 50 (2H, m 
) , 6. 13 (1H, s) , 6. 66 (1H, d, J = 7. 9Hz) , 7. 19 
-7. 4 0 (6H, m) 
FAB-MS (m/e) : 3 8 4/3 8 6 [M+H] + 
15 i^7^r^-b (Ar : 9-C 1 -Ph ; R 1 : H; R 2 : H ; R 3 : i -P 
r;R 4 :H; R 5 : 4-C 1 -Ph ; n=2) 
J HNMR (CD C 1 3 ) 6:0. 92 (3H, d, J = 6. 6Hz), 0. 9 

7 (3H, d, J = 6. 8Hz), 1. 80-1. 95 (1H, m) , 2. 95 
-3. 10 (1H, m), 3. 60-3. 80 (2H, m), 5. 50 (1H, 

20 s) , 6. 62 (1H, d, J = 7. 9Hz) , 7. 15-7. 45 (6H, m 
) 

FAB-MS (m/e) : 3 8 4/3 8 6 [M + H] + 

&MM 8 3 
25 jfr&M 118 0 <DMM 

mf^7-a (Ar : 7-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ;R 4 :H;R 5 : 4-MeO-Ph;n = 2) 
l HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 9Hz), 1. 74-1. 88 (1H, m) , 3. 29 
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(1H, dd, J = ll. 2, 14. 8Hz) , 3. 44 (1H, dd, J = 2 
. 4, 14. 8Hz) , 3. 49 (1H, ddd, J=2. 4, 5. 2, 11. 
2Hz), 3. 84 (3H, s) , 6. 01 (1H, s), 6. 73 (1H, d 
d, J = l. 3, 7. 9Hz) , 6. 94 (2H, d, J = 8. OHz) , 7. 
5 2 0 (1H, t, J = 7. 9Hz) , 7. 27 (1H, d, J = 8. OHz), 
7.3 7 (1H, dd, J = l. 3, 7. 9Hz) 

FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 
y7XrWt?-b (A r : 9 -C 1 -P h ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ;R 4 :H;R 5 : 4-MeO-Ph ; n = 2) 
10 l HNMR (CDClj) 6:0. 93 (3H, d, J = 6. 7Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 88-2. 01 (1H, m) , 3. 07 
(1H, ddd, J=4. 6, 7. 0, 9. 1Hz) , 3. 6 5-3. 8 4 (2 
H, m) , 3. 84 (3H, s) , 5. 45 (1H, s) , 6. 69 (1H, d 
, J = 7. 9Hz) , 6. 93 (2H, d, J = 8. 8Hz) , 7. 1 9 (1H 
15 , t, 3 = 7. 9Hz) , 7. 22 (2H, d, J = 8. 8Hz) , 7. 41 ( 
1H, d, J = 7. 9Hz) 
FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 

mmms 4 

20 jfrtWM 118 1 (Pggjj (A r : 9 - C 1 - P h ; R 1 : H ; R 2 : H ; R 3 : i 
-P r ; R 4 : H ; R 5 : 4-QH-Ph ; n=2) 

X HNMR (CDC 1 3 ) 6:0. 92 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 8 7- 1. 9 9 (1H, m) , 3. 00 
-3. 10 (1H, m) , 3. 64-3. 77 (2H, m), 5. 43 (1H, 
25 s), 6. 67-6. 70 (1H, m), 6. 84-6. 89 (2H, m), 7 
. 14-7. 23 (3H, m) , 7. 38-7. 43 (1H, m) 
FAB-MS (m/e) : 3 6 6/3 6 8 [M + H] + 



nmw8 5 
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iksmm 1199 <Dum 

i?77fW7-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R 5 : 3-C 1 -4-Me-Ph ; n = 2) 
1 HNMR (CDC 1 3 ) <5:0. 98 (3H, d, J = 6. 8 Hz) , 0. 9 
5 8 (3H, d, J = 6. 8Hz) , 1. 7 4- 1. 8 5 ( 1 H, m) , 2. 39 
(3H, s),3. 40-3. 50 (2H, m) , 6. 09 (1H, s), 6. 7 
0 (1H, d, J = 7. 7Hz), 7. 10 (1H, d, J = 7. 9Hz),7. 
20-7. 27 (2H, m) ,7. 36-7. 41 (2H, m) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 
10 ^fV^Y-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ; R 4 : H R 5 : 3-C 1 -4-Me-Ph ; n=2) 

*HNMR (CD C 1 3 ) 6:0. 93 (3H, d, J = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 6Hz), 1. 81-1. 98 (1H, m), 2. 40 
(3H, s) , 3. 00-3. 10 (1H, m), 3. 67-3. 75 (2H, 
15 m) , 5. 46 (1H, s) , 6. 66 (1H, d, J = 7. 9Hz) , 7. 0 
7 (1H, dd, J = l. 7, 7. 9Hz) , 7. 21 ( 1 H, dd, J = 6. 
9, 7. 9Hz) , 7. 25 (1H, d, J = 7. 9Hz) , 7. 34 (1H, 
d, J = l. 7Hz) , 7. 42 (1H, d, J = 6. 9Hz) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M+H] + 

20 

mmm 8 6 

tt&mm 1201 omm. 

^7Xfl/^7-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R s : 3 -F - 4 - F - P h ; n= 2) 
25 *HNMR (CDC 1 3 ) <5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 7Hz), 1. 72-1. 84 (1H, m), 3. 25 
(1H, dd, J = ll. 6, 14. 9Hz) , 3. 4 0-3. 5 0 (2H, m 
) , 6. 17 (1H, s) , 6. 66 (1H, d, 3 = 7. 5Hz) , 7. 00 
-7. 10 (1H, m), 7. 12-7. 30 (3H, m), 7. 42 (1H, 
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d, J = 8. 1Hz) 

FAB-MS (m/e) : 3 8 6/3 8 8 [M+H] + 
y7Xrl/t7-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R 5 : 3 - F- 4 - F - P h ; n= 2) 
5 l HNMR (CDClj) (5:0. 94 (3H, d, J = 6. 7 Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 8 2- 1. 9 5 (1H, m) , 2. 95 
-3. 10 (1H, m) , 3. 60-3. 78 (2H, m) , 5. 53 (1H, 
s), 6. 63 (1H, d, J = 7. 9Hz), 7. 00-7. 09 ( 1 H, m 
), 7. 13-7. 30 (3H, m) , 7. 45 (1H, d, J = 7. 9Hz) 
10 FAB-MS (m/e) : 3 8 6/3 8 8 [M + H] + 

mmm 8 1 

jt^mm 1208 omm 

^7XfI/t7-a (A r : 9 -C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
15 r;R 4 :H; R 5 : 3 — F — 4 — OM e — P h ; n = 2) 

X HNMR (CDC 1 8 ) 5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 

8 (3H, d, J = 6. 8Hz) , 1. 72-1. 84 (1H, m) , 3. 26 
(1H, dd, J = ll. 4, 14. 8Hz) , 3. 3 5-3. 5 2 (2H, m 

) , 3. 91 (3H, s) , 6. 07 (1H, s) , 6. 72 (1H, d, J = 
20 7. 5 H z ) , 6. 92-7. 05 ( 2 H, m) , 7 . 12-7. 27 ( 2 H, m 

) . 7. 12-7. 27 (2H, m) , 7. 39 (1H, d, J = 8. 0Hz) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 

^7^rl/t7-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 

r;R 4 :H; R 5 : 3 -F- 4 -OM e - P h ; n = 2) 
25 X HNMR (CDCI3) 6:0. 93 (3H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 8 5- 1. 9 8 (1H, m) , 3. 00 

-3. 10 (1H, m) , 3. 6 5-3. 7 5 (2H, m) , 3. 92 (3H, 

s) , 5. 46 (1H, s) , 6. 68 (1H, d, J = 7. 2Hz) , 6. 9 

5-7. 12 (2H, m) , 7. 22 ( 1 H, t, J = 7. 9Hz) 
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FAB-MS (m/e) : 3 9 8/4 0 0 [M+H] + 



PCT/JP01/11267 



mmms 8 

it^mi 2 1 9Pgj6 (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i 
5 -Pr ;R 4 :H;R ? : 3-1, 4-n-P r NHCOCH^O-Ph ; n = 2 

L 

*HNMR (CDC 1 3 ) <5 : 0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J=6. 7Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 55-1. 70 (2H, m), 1. 84-1. 98 (1H, m), 3. 02- 

10 3. 09 (1H, m) , 3. 37 (1H, t, J = 6. 9Hz) , 3. 39 (1 
H, t, J = 6. 9Hz), 3. 6 5-3. 7 8 (2 H, m) , 4. -5 5 (2 H 
, s) , 5. 48 (1H, s) , 6. 64 (1H, dd, J = l. 2, 7. 9H 
z) , 6. 81 (1H, d, J = 8. 4Hz) , 7. 21 (1H, brs) , 7 
. 22-7. 27 (1H, m), 7. 30 (1H, dd, J = 2. 2, 8. 4H 

15 z), 7. 45 (1H, dd, J = l. 2, 7. 9Hz), 7. 77 (1H, d 
, J = 2. 2Hz) 
FAB-MS (m/e) : 5 9 1/5 9 3 [M + H] + 

mffiM8 9 

20 jk&yqffl 1 2 2 0 (PgaS (Ar : 9~C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i 
-Pr ;R 4 :H;R 6 : 3-1-4 -MeQ-Ph ; H ; n = 2) 

'HNMR (CDC1 3 ) 5:0. 94 (3 H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 8 5-2. 0 0 (1H, m) , 3. 02 
-3. 12 (1H, m), 3. 68-3. 72 (2H, m), 3. 91 (3H, 
25 s), 5. 44 (1H, s), 6. 65-6. 69 (1H, m), 6. 84 (1 
H, d, J = 8. 5Hz) , 7. 2 0-7. 2 7 (2H, m) , 7. 44 (1H 
, dd, J = l. 3, 8. 1Hz) , 7. 76 (1H, d, J = 2. 1Hz) 
FAB-MS (m/e) : 5 0 6/5 0 8 [M + H] + 
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0 

jfr&ftflj 1227 comm. 

y77TW"7-a (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr 
; R 4 : H ; R 6 :Ph;n = 2) 
5 X HNMR (CDClj) (5:0. 98 (3H, d, J = 6. 9 Hz) , 0. 9 
8 (3H, d, J=6. 9Hz) , 1. 7 0- 1. 8 5 ( 1 H, m) , 3. 00 
(1H, dd, J = ll. 1, 14. 5Hz) , 3. 42 (1H, dd, J = 2 
. 3, 14. 5Hz) , 3. 50 (1H, ddd, J = 2. 3, 4. 8, 11. 
1Hz) , 5. 99 (1H, s) , 6. 50 (1H, d, J = 7. 9Hz) , 7 
10 . 05 (1H, dd, J = 7. 9, 11. OHz) , 7. 2 8-7. 4 5 (6H 
, m) 

FAB-MS (m/e) : 3 34 [M + H] + 
v77.T-W"?-b (Ar : O-F-PhjRMHjR^HjR 3 : i-Pr 
; R 4 : H ; R 5 : Ph ; n= 2) 

15 X HNMR (CDC 1 8 ) (5:0. 92 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 7Hz), 1. 88-2. 02 (1H, m), 3. 00 
-3. 10 (1H, m) , 3. 6 0-3. 7 5 (2H, m) , 5. 5 3 (1H, 
s) , 6. 53 (1H, d, J = 7. 9Hz) , 7. 11 ( 1 H, dd, J = 7 
. 9, 10. 7Hz), 7. 25-7. 45 (6H, m) 

20 FAB-MS (m/e) : 3 34 [M + H] + 

&K0)9 1 

jt&Wn 2 3 2Qlj§ (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr;R 4 :H; R 5 : 4-MeQ-Ph ; n = 2) 
25 : HNMR (CDCI3) (5:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 8 5-2. 0 0 (1H, m) , 2. 98 
-3. 11 (1H, m) , 3. 65-3. 71 (2H, m) , 3. 84 (3H, 
s) , 5. 48 (1H, s) , 6. 56 (1H, d, J = 7. 3Hz) , 6. 9 
3 (2H, d, J = 8. 5Hz) , 7. 05-7. 15 (1H, m) , 7. 24 
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(2H, d, J = 8. 5Hz) , 7. 2 5-7. 3 6 (1H, m) 
FAB-MS (m/e) : 3 64 [M+H] + 

mH&M9 2 

5 12 6 1 tPgjg (A r : 9 -F-P h ; R 1 : H ; R 2 : H ; R 3 : i - 

Pr;R 4 :H; R 5 : 3 - I - 4 -Me O-P h ; n = 2) 

*HNMR (CDC 1 s ) 6:0. 94 (3H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 6Hz) , 1. 8 5- 1. 9 8 ( 1 H, ra) , 3. 00 
-3. 10 (1H, m) , 3. 6 3-3. 7 0 (2H, m) , 3. 91 (3H, 

10 s) , 5. 49 (1H, s) , 6. 56 (1H, d, J = 7. 9Hz) , 6. 5 

8 (1H, d, J = 8. 3Hz) 7. 10-7. 17 (1H, dd, J=7. 9 
, 8. 5Hz) , 7. 2 0-7. 4 0 (2H, m) , 7. 78 ( 1 H, d, J = 
2. 2Hz) 

FAB-MS (m/e) : 4 9 0 [M + H] + 

15 

nmms 3 

it&mm 1275 <otm 

y77s =rV^- a (A r : 7-I-8-n-P rNHCOCH 2 0-Ph ; R 1 
:H;R 2 :H;R 3 : i-Pr;R 4 :H;R 5 :Ph;n=2) 
20 'HNMR (CD C 1 3 ) <5 : 0. 95 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 7. 5Hz) , 0. 97 (3H, d, J = 7. 5Hz) , 1 
. 50-1. 68 (2H, m) , 1. 73-1. 88 (1H, m) , 3. 07 ( 
1H, dd, J = ll. 0, 14. 1Hz) , 3. 34 (1H, t, J = 6. 7 
Hz), 3. 36 (1H, t, J = 6. 7Hz) , 3. 43 ( 1 H, dd, J = 
25 2. 0, 1 4. 1Hz) , 3. 4 5-3. 5 2 ( 1 H, m) , 4. 59 (2H, 
s), 5. 75 (1H, s), 6. 86 (1H, brs), 7. 10 (1H, s 
) , 7 . 3 5-7. 4 8 ( 5 H, m) , 7 . 5 4 ( 1 H, s ) 

FAB-MS (m/e) : 5 5 7 [M+H] + 
^7XfW-b (Ar : 7 - I - 8 -n-P r NHCOCH 2 0-Ph ; R 1 
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:H;R 2 :H;R 3 : i -P r ; R 4 : H; R 5 : Ph ; n = 2) 

l HNMR (CDC 1 3 ) <5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 00 (3H, t, 3 = 7. 3Hz) , 1 
. 55-1. 70 (2H, m) , I. 90-2. 01 (1H, m) , 2. 95- 
5 3. 01 (1H, m) , 3. 36 (1H, t, J = 6. 7Hz) , 3. 38 (1 
H, t, J = 6. 7Hz) , 3. 42 (1H, d d, J = 9. 3, 14. 5Hz 
), 3. 49 (1H, dd, J = 3. 0, 14. 5Hz) , 4. 61 (2H, s 
), 5. 73 (1H, s), 6. 88 (1H, brs), 7. 26-7. 44 ( 
7H, m) , 7. 5 2 ( 1 H, s) 
10 FAB-MS (m/e) : 5 5 7 [M+H] + 

«#!I9 4 

y7Xfl/t7-a (Ar : 7-1-8 -MeO-Ph ; R 1 : H ; R 2 : H ; R 
15 3 : i -P r ; R 4 : H ; R 5 : Ph ; n = 2) 

2 HNMR (CDC1 3 ) 5:0. 97 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9Hz), 1. 75-1. 85 (1H, m) , 3. 08 
(1H, dd, J = ll. 2, 14. 2Hz) , 3. 43 ( 1 H, dd, J = 2 

. 3, 14. 2Hz) , 3. 48 (1H, ddd, J = 2. 3, 5. 0, 11. 
20 2Hz), 3. 95 (3H, s), 5. 75 (1H, s), 7. 08 (1H, s 

), 7. 31-7. 47 (5H, m), 7. 55 (1H, s) 
FAB-MS (m/e) : 4 7 2 [M+H] + 

vTXfVt^b (Ar : 7 - I - 8-MeO-Ph ; R 1 : H ; R 2 : H ; R 

3 : i-Pr;R 4 :H;R 5 :Ph;n = 2) 
25 J HNMR (CDC 1 3 ) 6:0. 9 5 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 7Hz) , 1. 8 8- 1. 9 9 ( 1 H, m) , 2. 98 
(1H, ddd, J = 3. 0, 5. 8, 9. 4Hz) , 3. 41 (1H, dd, 

J = 9. 4, 14. 3Hz) , 3. 49 (1H, dd, J = 3. 0, 14. 3H 
z) , 3. 98 (3H, s) , 5. 71 (1H, s) , 7. 26-7. 41 (5 
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H, m) , 7. 3 3 (1H, s ) ., 7. 5 4 (1H, s) 
FAB-MS (m/e) :4 7 2 [M+H] + 

mmm 9 5 

5 ik&mmi 2 7 70Um (Ar : 9- I -6-MeO-Ph ; R 1 : H ; R 2 ; H 
; R 3 ; i-Pr ;R 4 :H;R 5 :Ph; n=2) 

'HNMR (CDC1 3 ) 6 : 0. 96 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 9Hz), 1. 72-1. 89 (lH,.m), 3. 10 
-3. 33 (3H, m) , 3. 51 (3H, s), 6. 38 (1H, s), 7. 
10 18-7. 26 (2H, m), 7. 26-7. 33 (3H, m), 7. 79 (1 
H, d, J=8. 4Hz) , 7. 99 (1H, d, J = 8. 4Hz) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

9 6 

15 it^mmi 2 7 8<DMjB. (Ar : 6—1—9 — OH— P h ; R 1 : H ; R 2 : H ; 
R 3 : i-Pr ;R 4 :H; R s :Ph;n = 2) 

*HNMR (CDC 1 3 ) 6:0. 90 (3H, d, J = 6. 6Hz), 0. 9 
6 (3H, d, J = 6. 7Hz) , 1. 8 5 - 1. 9 5 (1H, m) , 3. 00 
-3. 10 (1H, m) , 3. 64-3. 71 ( 2 H, m) , 4. 07 (3H, 
20 s) , 5. 41 (1H, s), 6. 21 (1H, d, J = 8. 5Hz) , 7. 2 
5-7. 45 (5H, m) , 7. 71 (1H, d, J = 8. 5Hz) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

MMM 9 7 

25 fc^MM 1 0 9 3 (Dmg (5- (4-^DD-3-^^7i^) -3— fV 
yPbr;V-2, 3, 4, 5-rh7bFD-lH-lA 6 , 4-^>l/^7ife 
>- 1, 

WJf»f^X^f;H0. 0g (59. 5mmol) Sr^tl^^y 

-;nt2 omit mmn <Dxmim^nrz2 vfo\d)V7^v ^> 
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EfcS^SWJETfciffiBl/fc. Ml:rh7tHD77>iil 0 Oml * 
in*., ilViTh'Jx^;i/75>l 6. 6ml (119mmo l) , -wl-t- 
^;H4. 2g (6 5. 4mmol) £in;L, 2«^bfc 0 @t$?x^;i/X 

5 u i o %mwt7km*i u >)AM, tefn^foK 

££DWi3U pWI/ 2- (-2- { (t-^h^^;i/fc;w 757} - 

S-tf'Jl'ttM X)Vy7~)\>) "W/X-M2. 4g (»: 5 9%) £ 
10 JRJ(tfitt««ibT#&. 

! HNMR (CD C 1 3 ) (5:0. 93 (3H, d, J = 6. 7Hz) , 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 42 (9H, s), 2. 00-2. 10 
(1H, m) , 3. 01-3. 15 (2H, m) , 3. 7 0-3. 8 2 (1H, 
m), 3. 91 (3H, s), 4. 71 (1H, bs), 7. 12-7. 20 ( 
15 1H, m) , 7. 3 9-7. 4 6 (2H, m) , 7. 9 2 (1H, d, J = 6. 
9Hz) 

FAB-MS (m/e) : 3 54 CM + H] + 

xmmzntc*^ 2- ( (2- { (t-^h^>*;^x;w 75; 

} -3-*W79-)V) ^^7 7-;W *>l/X-M2. 4g (3 5. 1mm 
20 o 1) <D*&;-)mm (lOOml) fc, 2fcJ£T, 2N*»^hU^A7K» 
$3 5ml (7 0. Ommol) £tjnA, MtSMi^-WUfe. 

»iK&«ffiTtc«*gu, %t>nrcmmziNim*mm (4 0mi) zmz-zu 

U MJETiciUjibfc,, ^fHlft/fl/>M5 Oml £iH*, $V>T 1 - fc 
25 HD^MWMJ7!/-M0. Og (119mmol) , 1- (3-v^ 
;U7^yynifjl/) -3-l?J^My^5FtftlO. Og, N, O-v 

7 >^ X«7 AtKM£» b , ^X5F;i/X^^;WT**tfib, * 
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n- (l - { ( {2- ( Uh*v (*3M0 75/} #;i/#x;i,) 7i-jh 

-2-*?-)Wu\Z)V) ^;w\^-h8. I5g mm 

5 : 6 0%) *®M&W#i®klsXmz, 

*HNMR (CDC 1 s ) 6:0. 89 (3H, d, J = 6. 6Hz), 0. 9 
0 (3H, d, J = 6. 8Hz) , 1. 36 (9H, s) , 1. 82-2. 00 
( 1 H, m) , 3. 01-3. 20 ( 3 H, m) , 3. 32 (3H, b s ) , 3 
. 5 3 (3H, bs), 5. 08 (1H, bs), 7. 21-7. 27 (2H, 
10 m) , 7. 2 7- 7. 3 8 ( 1 H, m) , 7. 5 4 ( 1 H, d, J = 7. 5Hz 
) 

FAB-MS (m/e) : 3 8 3 [M + H] + 

xm2t%t>ntc t n- (i- { c (2- ( uh^v 

75/} 7i^JH 7JP77-;W -2-*?)Wu\f.)V 

15 ) MA7-M5 0mg (0. 3 9mmol) ^tS^ h 9 1: K n 7 y >M 
(2ml) -7^e/>)A117rag (4. 2mmo 1 ) £2-£DD-5- 
yp^Eh;PX>8 0 5mg (3. 9mmol) tCiOillfc^U^JHtl 
©fh7tHD77>M (5ml) a^HH^T, -7 8t;i:T10^ 

20 7>*-£A7KM£»iL7t. @imx^;uxxx;i/TRiSM^mu> 

x;V=4 : 1) fci^SlU t-7*?)V N— ( 1 — { ( {2- 

-3-^^;v^>y-f;W 7xx;w *;V7 7x;i>) -2-*9Mk7°D 

25 tr;W *Jk/W- MO 7mg (W : 6 1 %) &®M&®VtV>} tLTmtz, 

*HNMR (CDC 1 3 ) 6:0. 84 (3 H, d, J = 6. 8Hz), 0. 8 
4 (3H, d, J = 6. 8Hz) , 1. 37 (9H, s) , 1. 75-1. 85 
(1H, m) , 2. 29 (3H, s) , 2. 9 5-3. 0 5 (2H, m) , 3. 
50-3. 60 (1H, m), 4. 75 (1H, bs), 7. 26-7. 31 ( 
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2H, m) , 7. 3 9-7. 5 9 (4H, m) , 7. 68 ( 1 H, d, J = l. 
9Hz) 

FAB-MS (m/e) : 44 9 [M+H] + 

Ii3T»6nfct-^ N- (1- { ( {2- (4-^DD-3-^ 
;W-b6 8mg (0. 15mmol) lC4N*ft**l, 4-v J ^^>« 

(3. omi) ttoxsmx-wmis* Rj&®m*m&T\zmmhfc. nmz 

2, 6 -)V^i/> (3. 0ml) <£jta*., mWSt (1. 0ml) S^JPbfc. Ss 
10 £A#»*n?lalJKU »«tS»Kx^T?2|HltttaUfc. S&fcttaitf£ia?n:fe 

m7xs^T»b, tt&u m&TizmmLito nmzv^yMumk (3. 

0ml) »at£jQ*., 3 0KjfiSMtaK*7k (1. 0ml) ^*50 < C©MST^JP 

4-^^rU->»* (3. Oml) £in*» (2 0 0mg) § 

20 >/S^X^;i/ (4 : 1) &»aiSlt*r«*7A^DThif77>f-fc#b, 5 
- (4-^DP-3-^7x-JW -3-^f V^Dtf;p-2, 3, 4, 5- 
fb7tFa-lH-H 6 , 4-^>l/^7ifH>- 1, 1 -5?*><D5?77> 
fW?-a (12. 8mg) £<i;l£b (2 2. 3mg) %®M&<Dmft£.f&V>J 

25 mrW-a 

X HNMR (CDC 1 8 ) <5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 75-1. 89 (1H, m) , 2. 40 
(3H, s) , 3. 05 (1H, dd, J = ll. 3, 14. 2Hz), 3. 4 
4 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 50 ( 1 H, ddd, J = 



WO 02/053548 PCT/JP01/11267 

154 

2. 3, 4. 8, 11. 3Hz), 5. 85 (1H, s) , 7. 18 (1H, d 
d, J = 2. 2, 8. 2Hz) , 7. 26 (1H, d, J = 2. 2Hz) , 7. 
36-7. 43 (3H, m) , 8. 13-8. 17 ( 1 H, m) 

FAB-MS (m/e) : 3 6 4 [M + H] + 
5 ^TXf^-b 

J HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 9 0- 2. 0 5 ( 1 H, m) , 2. 37 
(3H, s) , 2. 98 (1H, ddd, J = 3. 5, 5. 9, 8. 9Hz), 

3. 43 (1H, dd, J=8. 9, 14. 3Hz) , 3. 49 (1H, dd, 
10 J = 3. 5, 14. 3Hz), 5. 80 (1H, s), 6. 89-6. 94 (1 

H, m) , 7. 09 (1H, dd, J = 2. 1, 8. 3Hz), 7.19 (1H 
, d, J = 2. 1Hz) , 7. 33 (1H, d, J = 8. 3Hz) , 7. 45- 
7. 52 ( 2 H, m) , 8. 13-8. 18 ( 1 H, m) 
FAB-MS (m/e) : 3 64 [M+H] + 

15 

mmm 9 8 

ft&ViMl 0 0 8<Dggjj (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 

:H;R 5 : 4-Pyr idy 1 ;n=0) 
20 'HNMR (CDC 1 3 ) <5:0. 9 5. (3 H, d, J = 6. 7Hz), 0. 9 

8 (3H, d, J = 6. 6Hz) , 1. 6 3- 1. 8 0 (1H, m) , 2. 41 
(1H, dd, J = 10. 9, 14. 0Hz) , 2. 91 ( 1 H, dd, J = 2 

. 2, 14. 0Hz), 2. 96-3. 04 (1H, m), 5. 75 (1H, s 

), 6. 51-6. 54 ( 1 H, m) , 7. 15-7. 19 ( 2 H, m) , 7. 
25 4 1 (2H, d, J = 6. 1Hz) , 7. 67-7. 71 (1H, m) , 8. 6 

1 (2H, d, J = 6. 1Hz) 
FAB-MS (m/e) : 2 8 5 [M+H] + 



H«J9 9 
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tt&mm 1018 <om& 

^7XfI/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-Me-Ph ; n=2) 
'HNMR (CDClg) 6:0. 97 (3H, d, J =6. 8Hz) , 0. 9 
5 7 (3H, d, J = 6. 8Hz) , 1. 7 0- 1. 8 7 ( 1 H, m) , 2. 40 
(3H, s), 3. 07 (1H, dd, J = l 1. 4, 14. 3Hz), 3. 4 
2 (1H, dd, 1 = 2. 3, 14. 3Hz) , 3. 52 (1H, ddd, J = 

2, 3, 4. 9, 11. 4Hz), 5. 82 ( 1 H, s), 6. 71-6. 75 
(1H, m) , 7. 21-7. 30 (4H, m) , 7. 32-7. 41 (2H, 

10 m) , 8 . 1 2 - 8 . 1 6 ( 1 H, ra) 

FAB-MS (m/e) :3 3 0 [M + H] + 
i?7ZTU*T~b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-Me-Ph ; n = 2) 
'HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), 0. 9 
15 9 (3H, d, J = 6. 7Hz) , 1. 9 3- 2. 0 0 ( 1 H, m) , 2. 37 
(3H, s) , 2. 96 (1H, ddd, J = 3. 6, 5. 7, 8. 9Hz) , 

3. 44 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 47 (1H, dd, 
J = 3. 6, 14. 3Hz) , 5. 80 (1H, s) , 6. 91-6. 95 (1 
H, m) , 7. 16-7. 2 3 (4H, m) , 7. 4 3-7. 4 9 (2H, m) 

20 , 8 . 1 3 - 8 . 1 7 ( 1 H, m) 

FAB-MS (m/e) : 3 3 0 [M + H] + 

$mw 1 0 0 

tt&mm ioi9 <omt 

25 ^7X7l/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R 5 : 3-Me-Ph ; n = 2) 

'HNMR (CDC 1 ,) 6:0. 97 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 3- 1. 8 8 (1H, m) , 2. 38 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 
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2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 52 ( 1 H, ddd, J = 

2, 2, 4. 9, 11. 4Hz) , 5. 83 (1H, s) , 6. 70-6. 74 
( 1 H, m) , 7. 12-7. 22 ( 3 H, m) , 7. 27-7. 41 (3H, 

m) , 8 . 12-8. 16 ( 1 H, m) 
5 FAB-MS (m/e) : 3 3 0 [M + H] + 

VTXf-Uf?-*) (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-Me-Ph ; n = 2) 

'HNMR (CDC 1 s ) 6:0. 95 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 9 2-2. 04 ( 1 H, m) , 2. 36 
10 (3H, s) , 2. 96 (1H, ddd, J = 3. 7, 5. 9, 8. 9Hz) , 

3. 46 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 50 (1H, dd, 
J = 3. 7, 14. 3Hz), 5. 80 (1H, s), 6. 88-6. 92 (1 
H, m), 7. 11-7. 17 ( 3 H, m) , 7. 25-7. 31 ( 1 H, m) 

, 7. 43-7. 50 (2H, m), 8. 12-8. 16 (1H, m) 
15 FAB-MS (m/e) : 3 3 0 [M + H] + 

mmm 1 o 1 
ik&mm 1024 <DWt 

v'TT.xW-v-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
20 ; R 5 : 3-Ph-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J = 6. 6Hz), 0. 9 
9 (3H, d, J = 6. 6Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 10 
(1H, dd, J = ll. 7, 14. 1Hz) , 3. 45 (1H, dd, J = 2 
. 1, 14. 1Hz) , 3. 51-3. 58 (1H, m) , 5. 97 (1H, s 
25 ) , 6. 7 8 (1H, dd, J = 2. 1, 6. 3Hz) , 7. 3 0-7. 7 0 ( 
1 1 H, m) , 8 . 10-8. 20 ( 1 H, m) 
FAB-MS (m/e) : 3 9 2 [M + H] + 

(Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R s : 3-Ph-Ph ; n = 2) 
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X HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz) , 1. 0 

1 (3H, d, J = 6. 5Hz) , l. 9 5 - 2. 0 3 ( 1 H, m) , 2. 98 
-3. 18 (1H, m), 3. 45-3. 56 (2H, m), 5. 92 (1H, 

s) , 6. 96-6. 99 (1H, dd, J = 3. 6, 5. 5Hz), 7. 28 

5 -7. 60 (11H, m) , 8. 16 ( 1 H, dd, J = 3. 5, 5. 5Hz) 
FAB-MS (m/e) : 3 9 2 [M + H] + 

mmm 102 
Q&mm 1026 omt 

10 ^7^rl/^a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 4-C 1 -Ph ; n = 2) 
*HNMR (CDC 1 3 ) <5 : 0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 9Hz) , 1. 7 3- 1. 8 8 ( 1 H, m) , 3. 05 
(1H, dd, J = ll. 6, 14. 5Hz) , 3. 45 ( 1 H, dd, J = 2 

15 . 3, 14. 5Hz) , 3. 49 (1H, ddd, J = 2, 3, 4. 9, 11. 
6Hz), 5. 91 (1H, s), 6. 60-6. 70 ( 1 H, m) , 7. 31 
-7. 4 2 (6H, m) , 8. 12-8. 17 (1H, m) 
FAB -MS (m/e) : 3 5 0/3 5 2 [M+H] + 

20 (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H ; R 5 : 4-C 1 - 
Ph ; n=2) 

J HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 9Hz) , 0. 9 

9 (3H, d, J=6. 8Hz) , 1. 8 8-2. 0 0 ( 1 H, m) , 3. 00 
(1H, ddd, J = 3. 5, 5. 6, 8. 9Hz) , 3. 41 (1H, dd, 

25 J = 8. 9, 14. 3Hz) , 3. 44 (1H, dd, J = 3. 5, 14. 3H 
z), 5. 83 (1H, s ) , 6. 90-6. 9 4 ( 1 H, m) , 7. 26 (2 
H, d, J = 8. 6Hz) , 7. 34 (2H, d, J=8. 6Hz) , 7. 46 
-7. 5 3 (2 H, m) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
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H»J 1 0 3 

tt&mm io83 (ogjg 

^7XfW-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
5 ; R 5 : 3-Me -4-Me-Ph ; n=2) 

'HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 72-1. 90 (1H, m) , 1. 95 
(3H, s) , 2. 30 (3H, s) , 3. 06 ( 1 H, dd, J = ll. 4, 
14. 3Hz) , 3. 44 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 5 
10 3 (1H, ddd, J = 2, 2, 4. 9, 11. 4Hz) , 6. 09 ( 1 H, s 
) , 6. 60-6. 64 (1H, m) , 7. 16-7. 26 (2H, m) , 7. 
31-7. 42 (2H, m) , 7. 46 ( 1 H, d, J = 7. 7Hz) , 8. 1 
2 - 8 . 16 ( 1 H, m) 
FAB-MS (m/e) : 344 [M + H] + 
15 ^7XfW-b (Ar iPhiR^HiR^HiR 3 : i-Pr;R 4 :H 
;R 5 : 3-Me-4-Me-Ph;n = 2) 

'HNMR (CDC 1 s ) <5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 96 (3H, s), 1. 9 6-2. 11 
(1H, m), 2. 29 (3H, s), 2. 77-2. 90 (1H, m), 3. 
20 5 6- 3. 6 8 (2H, m) , 6. 04 (1H, s) , 6. 6 9-6. 7 3 (1 
H, m) , 7. 19-7. 26 (3H, m) , 7. 38-7. 51 (2H, m) 
, 8. 08-8. 12 (1H, m) 
FAB -MS (m/e) : 3 44 [M + H] + 

25 mmm 1 o 4 

jt&wn 0 s 4<dmt& 

^7XfW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2— Me —4— Me — Ph ; n=2) 
X HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 7 6- 1. 8 3 (1H, m) , 2. 03 
(3H, s) , 2. 37 (3H, s) , 3. 05 (1H, dd, J = ll. 5, 
14. 3Hz) , 3. 45 (1H, dd, J = 2. 1, 14. 3Hz) , 3. 5 

2 (1H, ddd, J = 2, 1, 4. 5, 11. 5Hz) , 5. 99 (1H, s 
5 ) , 6. 63-6. 66 (1H, m), 7. 02 (1H, s) , 7. 14 (1H 

, d, J = 8. 0Hz) , 7. 31-7. 42 (2H, m) 7. 45 ( 1 H, d 
, J = 8. OHz), 8. 12-8. 15 (1H, m) 

FAB-MS (m/e) : 3 44 [M+H] + 
mfW-b (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
10 ;R 5 :2-Me-4-Me-Ph;n = 2) 

X HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 8Hz), 1. 98-2. 10 ( 1 H, m) , 2. 20 
5 (3H, s ) , 2. 36 ( 3 H, s), 2. 76-2.83 ( 1 H, m) , 3 
. 5 5-3. 59 (2H, m), 5. 95 (1H, s), 6. 71-6. 75 ( 
15 1H, m) , 7. 03 (1H, s) , 7. 12 (1H, d, J = 8. 2Hz) , 
7. 38-7. 47 <2H, m) , 7. 44 (1H, d, J = 8. 2Hz), 8 
. 08-8. 12 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 

20 mmm 105 

ffr&feflj 1085 omm 

^7XfW-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-Me-5-Me-Ph ; n=2) 
'HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J = 6. 8Hz), 1. 0 
25 0 (3H, d, J = 6. 9Hz) , 1. 7 7-1. 9 0 ( 1 H, m) , 2. 02 
(3H, s) , 2. 40 (3H, s), 3. 05 ( 1 H, dd, J = ll. 5, 
14. 4Hz) , 3. 47 (1H, dd, 3 = 2. 2, 14. 4Hz) , 3. 5 

3 (1H, ddd, J = 2, 2, 4. 9, 11. 5Hz) , 6. 00 (1H, s 
), 6. 61-6. 65 (1H, m), 7. 07 (1H, d, J = l. 1Hz) 
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, 7. 07 (1H, d, J = l. 1Hz) , 7. 3 2 - 7. 42 (2H, m) , 
7. 37 (1H, d, J = l. 1Hz), 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 3 44 [M + H] + 
^7Xfl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
5 ; R 5 : 2 -Me - 5 -Me - P h ; n=2) 

X HNMR (CDC 1 3 ) 6:0. 9 6 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz) , 2. 00-2. 12 (1H, m), 2. 03 
(3H, s) , 2. 39 (3H, s) , 2. 81 (1H, ddd, J = 3. 8, 
6. 0, 8. 4Hz) , 3. 56 (1H, dd, J = 8. 4, 14. 1Hz) , 
10 3. 5 9 (1H, dd, J = 3. 8, 14. 1Hz) , 5. 95 (1H, s) , 
6. 70-6. 7 4 (1H, m) , 7. 0 8 (2H, s), 7. 36 (1H, s 
), 7. 38-7. 48 (2H, m) , 8. 08-8. 12 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 

15 $mM 10 6 

tt&toM 1087 omm 

i?7Xf^7-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 3-Me-4-Me-Ph;n=2) 
X HNMR (CDC1 3 ) (5:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
20 7 (3H, d, J = 6. 9Hz), 1. 75-1. 89 (1H, m), 2. 29 
(3H, s) , 2. 30 (3H, s) , 3. 07 (1H, dd, J = ll. 4, 
14. 3Hz) , 3. 42 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 5 
1 (1H, ddd, J = 2, 2, 4. 9, 11. 4Hz) , 5. 78 (1H, s 
), 6. 73-6. 77 ( 1 H, m) , 7. 11-7. 21 ( 3 H, m) , 7. 
25 33-7. 40 (2H, m), 8. 11-8. 15 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 
mfl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 3-Me-4-Me-Ph ; n=2) 
2 HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J = 6. 8 Hz) , 1. 93-2. 06 ( 1 H, m) , 2. 26 
(3H, s) , 2. 28 (3H, s) , 2. 96 ( 1 H, ddd, J = 3. 6, 
5. 8, 9. 0Hz) , 3. 45 (1H, dd, J = 9. 0, 14. 5Hz) , 
3. 51 (1H, dd, J = 3. 6, 14. 5Hz) , 5. 76 (1H, s) , 

5 6. 9 1-6. 9 4 (1H, m) , 7. 04 ( 1 H, dd, J-l. 6, 7. 8 
Hz) , 7. 10 (1H, s) , 7. 14 (1H, d, J = 7. 8Hz) , 7. 
42-7. 49 (2H, m), 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 3 44 [M+H] + 

io mmm 107 

fttii 1090 omm 

mfl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-Me-Ph;n = 2) 
X HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 8Hz), 0. 9 

15 8 (3H, d, J = 6. 7Hz), 1. 70-1. 90 (1H, m), 2. 31 
(3H, s) , 3. 05 (1H, dd, J = ll. 4, 14. 4Hz) , 3. 4 
3 (1H, dd, J = 2. 3, 14. 4Hz) , 3. 4 7-3. 5 5 (1H, m 
), 5. 88 (1H, s) , 6. 71-6. 74 (1H, m), 7. 03 (1H 
, dd, J = l. 5, 7. 7Hz) , 7. 11 (1H, dd, J = l. 5, 10 

20 . 6Hz) , 7. 20 (1H, dd, J = 7. 7, 10. 6Hz), 7. 37- 
7. 41 (2H, m), 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 3 4 8 [M+H] + 
TOfW7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 3-F, 4-Me-Ph;n=2) 

25 *HNMR (CDClj) 5:0. 95 (3H, d, J = 6. 7Hz), 0. 9 

9 (3H, d, J = 6. 7 Hz) , 1. 9 0-2. 11 (1H, m) , 2. 28 
(3H, s), 2. 97-3. 05 (1H, m), 3. 35-3. 50 (2H, 

m), 5. 81 (1H, s), 6. 92-7. 00 (2H, m), 7. 03 (1 
H, d, J = 10. 8Hz) , 7. 16 (1H, dd, J = 7. 7, 10. 8H 



WO 02/053548 PCT/JPO 1/1 1 267 

162 

z) , 7. 49-7. 51 (2H, m) , 8. 14-8. 17 ( 1 H, m) 

FAB-MS (m/e) : 3 4 8 [M + H] + 



mmm 1 o 8 

5 fc&toWl 0 9 2®£jj& 

^7XfV^-7-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
;R 5 : 4-F-3-Me-Ph;n = 2) 

'HNMR (CDC 1 3 ) <5:0. 97 (3H, d, J = 6. 9Hz), 0. 9 
7 (3H, d, J = 6. 9Hz), 1. 75-1. 85 ( 1 H, m) , 2. 30 
10 (3H, d, J F _ H =1. 9Hz) , 3. 06 (1H, dd, J = ll. 3, 1 
4. 2Hz) , 3. 44 (1H, dd, J = 2. 3, 14. 2Hz), 3. 49 
(1H, ddd, J = 2, 3, 4. 9, 11. 3Hz) , 5. 83 (1H, s) 
, 6. 69-6. 74 ( 1 H, m) , 7. 01-7. 08 ( 1 H, m) , 7. 1 
5-7. 22 (2H, m), 7. 36-7. 43 (2H, m), 8. 12-8. 
15 1 6 ( 1 H, m) 

FAB-MS (m/e) : 3 4 8 [M+H] + 
$?7Xt-W"?— b (Ar iPhjR'iHjR^HiR 3 : i-Pr ;R 4 :H 
; R s : 4-F-3-Me-Ph ; n = 2) 
J HNMR (CDC 1 s ) <5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
20 9 (3H, d, J = 6. 7Hz), 1. 88-2. 03 (1H, m) , 2. 27 
(3H, d, Jp_ H =l. 9Hz) , 2. 97 (1H, ddd, J = 3. 5, 5 
. 7, 9. OHz) , 3. 43 (1H, dd, J = 9. 0, 14. 3Hz) , 3 
. 47 (1H, dd, J = 3. 5, 14. 3Hz) , 5. 79 (1H, s) , 6 
. 8 9- 6. 91 ( 1 H, m) , 6. 91-7. 03 ( 1 H, m) , 7. 07- 
25 7. 17 ( 2 H, m) , 7. 45-7. 51 (2H, m), 8. 13-8. 17 
( 1 H, m) 

FAB-MS (m/e) : 348 [M + H] + 



mm 1 0 9 
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tt&faW 1 0 9 4 <pg$S 

^7Xrl/t-7-a (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-F, 4-F-Ph ; n = 2) 
X HNMR (CDC 1 8 ) <5:0. 98 (3H, d, J = 6. 4Hz) , 0. 9 
5 9 (3H, d. J = 6. 4Hz) , 1. 7 5- 1. 8 5 ( 1 H, m) , 3. 04 
(1H, dd, J = ll. 9, 14. 2Hz) , 3. 46 ( 1 H, dd, J = 2 
. 2, 14. 2Hz), 3. 45-3. 54 ( 1 H, m) , 5. 93 (1H, s 
), 6. 65-6. 90 (2H, m) , 7. 05-7. 20 (2H, m) , 7. 
39-7. 48 (2H, m) , 8. 13-8. 20 ( 1 H, m) 
10 FAB-MS (m/e) : 3 5 2 [M + H] + 

^7Xr^T-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-F, 4-F-Ph ; n=2) 

X HNMR (CDC 1 8 ) 5:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
1 (3H, d, J = 6. 4Hz) , 1. 8 8- 1. 9 9 ( 1 H, m) , 2. 97 
15 -3. 05 (1H, m) , 3. 35-3. 42 (2H, m), 5. 83 (1H, 
s), 6. 95-7. 01 ( 2 H, m) , 7. 05-7. 25 ( 2 H, m) , 7 
. 50-7. 55 (2H, m), 8. 15-8. 20 (1H, m) 
FAB-MS (m/e) : 3 5 2 [M+H] + 

20 mmm 1 1 o 

tt&mm 1095 (Dgjfi 

^7XfI/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 :3-F, 4-Cl-Ph;n = 2) 
J HNMR (CDC 1 3 ) (5:0. 99 (3 H, d, J = 7. OHz), 1. 0 
25 0 (3H, d, 1 = 7 . OHz), 1. 75-1. 90 (1H, m), 3.05 
(1H, dd, J = ll. 4, 14. 8Hz) , 3. 46 (1H, dd, J = 2 

t 

. 3, 14. 8Hz), 3. 45-3. 5 2 ( 1 H, m) , 5. 9 6 (1H, s 
), 6. 70-6. 77 (1H, m), 7. 11 (1H, d, J = 8. 3Hz) 
, 7. 30 (1H, dd, J = l. 7, 8. 3Hz) , 7. 3 9-7. 4 7 (3 
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H, m) , 8. 1 4-8. 17 (1H, in) 

FAB-MS (m/e) : 3 6 8/3 7 0 [M + H] + 
v7Xfl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-C 1 -Ph ; n = 2) 
5 'HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J = 7. 0Hz), 1. 0 
1 (3H, d, J = 7. 0Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 98 
-3. 07 (1H, m),, 3. 3 5-3. 4 2 (2H, m) , 5. 80 (1H, 
s) , 6. 9 2-6. 9 7 (1H, m) , 6. 99 (1H, d, J = 8. 2Hz 
) , 7. 18 (1H, d, J = 10. 2Hz) , 7. 36 (1H, dd, J = 8 
10 . 2, 10. 2Hz), 7. 48-7. 55 (2H, m), 8. 12-8. 20 
(1H, m) 

FAB-MS (m/e) : 3 6 8/3 7 0 [M + H] + 

mmm 1 1 1 

15 Jb-g. MM 1 0 9 6 <DUm 

y*77Tl/t7-a (Ar : Ph ; R 1 :H;R 2 :H;R 3 : i-Pr ;R 4 :H 

;R 5 : 3-Cl-4-Cl-Ph;n = 2) 
'HNMR (CDC 1 3 ) <5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 

9 (3H, d, J = 6. 6Hz), 1. 77-1. 84 ( 1 H, m) , 3. 04 
20 (1H, dd, J = ll. 8, 14. 6Hz), 3. 46 (1H, dd, J = 2 

. 3, 14. 6Hz) , 3. 4 5-3. 5 2 (1H, m) , 5. 94 (1H, s 

) , 6. 6 9-6. 7 3 (1H, m) , 7. 22 ( 1 H, dd, J = l. 9, 8 

. 3Hz) , 7. 3 9-7. 44 (2H, m) , 7. 48 (1H, d, J = 8. 

3Hz) , 7. 56 (1H, d, J = l. 9Hz) , 8. 14-8. 18 (1H 
25 , m) 

FAB-MS (m/e) : 3 8 4/3 8 6 [M + H] + 
y77f^?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -Pr ; R 4 : H 
;R 5 : 3-C 1 -4-C 1 -Ph ; n = 2) 
: HNMR (CDC 1 8 ) <5:0. 96 (3H, d, J = 6. 9Hz), l. 0 
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1 (3H, d, J=6. 8Hz) , 1. 8 7- 1. 9 8 (1H, m) , 3. 02 
(1H, ddd, J = 3. 6, 5. 5, 8. 9Hz) , 3. 38 (1H, dd, 
J = 8. 9, 14. 4Hz) , 3. 43 (1H, dd, J = 3. 6, 14. 4H 
z) , 5. 83 (1H, s) , 6. 93-6. 97 ( 1 H, m) , 7. 08 (1 
5 H, dd, J = l. 9, 8. 3Hz) , 7. 42 (1H, d, J = 8. 3Hz) 
, 7. 48 (1H, d, J = l. 9Hz), 7. 50-7. 56 <2H, m) , 
8. 15-8. 19 (1H, m) 
FAB-MS (m/e) : 3 8 4/3 8 6 [M + H] + 



io m&m 112 

K&mm 1100 (omm. 

^7Xf^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

; R 5 :3-Me, 4-MeO-Ph ; n=2) 
X HNMR (CDC 1 3 ) (5:0. 97 (3H, d, J = 6. 7Hz), 0. 9 
15 8 (3H, d, J = 6. 8Hz) , 1. 7 5- 1. 8 5 ( 1 H, m) , 2. 24 
(3H, s) , 3. 07 (1H, dd, J-ll. 4, 14. 3Hz) , 3. 4 

2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 50 ( 1 H, ddd, 2. 

2, 4. 8, 11. 4Hz) , 3. 86 (3H, s) , 5. 75 ( 1 H, s) , 

6. 7 5-6. 7 8 (1H, m) , 6. 86 ( 1 H, d, J = 8. 4Hz) , 7 
20 . 14 (1H, d, J = 2. 0Hz) , 7. 19 (1H, dd, J = 2. 0, 8 

. 4Hz), 7. 35-7. 38 (2H, m), 8. 11-8. 14 (1H, m 

) 

FAB-MS (m/e) : 3 6 0 [M + H] + 
^7^rl/tT-b ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
25 ; R 5 :3-Me, 4-MeO-Ph ; n=2) 

'HNMR (CDC 1 8 ) 5:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 95-2. 05 ( 1 H, m) , 2. 21 
(3H, s), 2. 92-3. 01 ( 1 H, m) , 3. 40-3. 55 (2H, 
m) , 3. 84 (3H, s) , 5. 76 (1H, s) , 6. 82 (1H, d, J 
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= 8. 3Hz) , 6. 92-6. 96 (1H, m) , 7. 08 (1H, dd, J 
= 2. 3, 8. 3Hz) , 7. 12 (1H, d, J = 2. 3Hz) , 7. 44- 

7. 47 (2H, m), 8. 12-8. 15 ( 1 H, m) 
FAB-MS (m/e) : 3 6 0 [M+H] + 

5 

mmm 113 
it&mw 1103 omm 

^TW-a (Ar iPhiR'iHiR^HiR 3 : i-Pr ;R 4 :H 

; R 5 : 3— MeO— 4— MeO — Ph ; n = 2) 
10 'HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J = 6. 8Hz) , 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 72-1. 87 (1H, m) , 3. 08 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 

. 0, 14. 3Hz) , 3. 52 (1H, ddd, J = 2, 0, 5. 0, 11. 

4Hz) , 3. 86 (3H, s) , 3. 93 (3H, s) , 5. 80 ( 1 H, s 
15 ), 6. 75-6. 80 (1H, m), 6. 89 (1H, d, J = l. 7Hz) 

, 6. 93 (1H, d, J = 8. 3Hz) , 7. 00 (1H, dd, J = l. 7 

, 8. 3 Hz) , 7. 38-7. 43 (2H, m), 8. 13-8. 16 (1H 

, m) 

FAB-MS (m/e) : 3 7 6 [M+H] + 
20 ^7Xfl/^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 : 3-MeO-4-MeO-Ph;n=2) 

'HNMR (CDC 1 8 ) 6:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 8 Hz) , 1. 92-2. 07 (1H, m), 2. 98 
(1H, ddd, J = 3. 5, 5. 7, 9. 2Hz) , 3. 45 (1H, dd, 
25 J = 9. 2, 14. 4Hz) , 3. 51 ( 1 H, dd, J = 3. 5, 14. 4H 
z), 3. 84 (3H, s), 3. 90 (3H, s) , 5. 80 (1H, s), 
6. 83 (1H, dd, J = l. 7, 8. 4Hz) , 6. 87 (1H, d, J = 

8. 4Hz), 6. 92 (1H, d, J = l. 7Hz), 6. 93-6. 97 ( 
1H, m) , 7. 44-7. 51 (2H, m) , 8. 13-8. 17 ( 1 H, m 



WO 02/053548 PCT/JP01/11267 

167 

) 

FAB-MS (m/e) : 3 7 6 [M+H] + 

mmm 1 1 4 
5 it^mm 1104 <p»jg 

y7XfW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3, 4-Me thy 1 ened i oxy 1-Ph ; n = 2) 

'HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 8H2) , 1. 73-1. 88 ( 1 H, m) , 3. 05 
10 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14- 3Hz), 3. 46-3. 53 (1H, m), 5. 79 (1H, s 
), 6. 00 (2H, s), 6. 78-6. 83 ( 1 H, m) , 6. 84-6. 
90 (3H, m) , 7. 37-7. 41 (2H, m), 8. 11-8. 15 (1 
H, m) 

15 FAB-MS (m/e) : 36 0 [M+H] + 

vT^rl/^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 8 :3, 4-Me thy 1 ened i oxy 1-Ph ; n = 2) 

*HNMR (CDC1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 4 (1H, m) , 2. 98 
20 (1H, ddd, J = 3. 5, 5. 7, 9. 1Hz) , 3. 43 (1H, dd, 
J = 9. 1, 14. 1Hz) , 3. 48. (1H, dd, J = 3. 5, 14. 1H 
z) , 5. 77 (1H, s) , 5. 99 (2H, s) , 6. 75 (1H, dd, 
J = l. 5, 8. 0Hz) , 6. 80 (1H, d, J = 8. 0Hz) , 6. 87 
(1H, d, J = l. 5Hz), 6. 95-6. 99 (1H, m), 7. 46- 
25 7 . 5 1 ( 2 H, m) , 8 . 12-8. 16 ( 1 H, m) 
FAB-MS (m/e) : 3 6 0 [M+H] + 



mmm 1 1 5 
tt&QsM 1105 gmm 



WO 02/053548 PCT/JP01/11267 

168 

^7XfI/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3, 4 - E t h y 1 e n e d i o x y 1 - P h ; n= 2 ) 
X HNMR (CDC 1 3 ) <5:0. 97 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 7 0- 1. 8 5 ( 1 H, m) , 3. 05 
5 (1H, dd, J = ll. 5, 14. 3Hz) , 3. 41 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 50 ( 1 H, ddd, J = 2, 2, 4. 8, 11. 
5Hz) , 4. 30 (4H, s) , 5. 76 ( 1 H, s) , 6. 78-6. 83 
(1H, m) , 6. 83 (1H, dd, J = l. 9, 8. 3Hz), 7. 35- 
7. 42 ( 2 H, m) , 8. 11-8. 15 ( 1 H, m) 
10 FAB-MS (m/e) : 3 74 [M+H] + 

?7^fW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3, 4-E t hy 1 ened i oxy 1 -Ph ; n=2) 
X HNMR (CDC1 3 ) <5 : 0. 95 (3H, d, J = 6. 8Hz) , 0. 9 

8 (3H, d, J = 6. 8Hz), 1. 90-2. 03 (lH.m), 2. 97 
15 (1H, ddd, J = 3. 5, 5. 7, 9. 0Hz), 3. 42 (1H, dd, 

J = 9. 0, 14. 3Hz) , 3. 48 (1H, dd, J = 3. 5, 14. 3H 
z) , 4. 27 (4H, s) , 5. 73 ( 1 H, s) , 6. 77 (1H, dd, 
J = l. 9, 8. 6Hz) , 6. 85 (1H, d, J = 8. 6Hz), 6. 87 
(1H, d, J = l. 9Hz), 7. 42-7. 51 ( 2 H, m) , 8. 11- 
20 8 . 1 5 ( 1 H, m) 

FAB-MS (m/e) : 3 74 [M+H] + 

mMM 116 

jt&MMl 1 1 KPgjfi (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 ; i-Pr ;R 4 
25 :H; R 5 : 3-F, 4-MeQ-Ph ; n=2) 

! HNMR (CD C 1 3 ) 5:0. 96 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J = 6. 7 Hz) , 1. 90-2. 00 ( 1 H, m) , 2. 98 
-3. 04 (1H, m), 3. 35-3. 50 (2H, m), 3. 90 (3H, 
s), 5. 79 (1H, s) , 6. 92-6. 97 (2H, m), 7. 15 (1 
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H, dd, J = l. 3, 11. 6Hz) , 7. 48-7. 51 (2H, m) , 8 
. 14-8. 17 (1H, m) 
FAB-MS (m/e) : 3 64 [M + H] + 



5 mm 17 

lt&t®)M 1 1 5 8 <DMt& (3 --YV^Wjl/- 7 --fP-5-7x-Jl/2, 3 
, 4, 5, -fh7bHP-lH-U 6 , 4 -^>V^7M ¥>- 1 , 1-3? 

2-^D^-5-r.hD-^m»l 0. Og (40. 6mmo 1) \zM^ 
10 ^-n;U6. Omim 1 2 0 < CT3B#WiiSSitb^ £JfcM£MJET 
fcit#gb7Co ^SfCT-y-;U^3 0. Omlin*., MV^T^b7^5^^A6 
. 48g (4 8. 7ramol) 5M« 1 6 Ot:T 5 WMit#bfCc ISM 

is &mmwi> iETi:sn, ^^nfc^s^vu^y^^A^DTh^^^ 

-Y- (^>:ftXf;VxXrJV=4: 1) ££Diii£lU (2-^D^&- 
5--hD7xX;i/) (7x~;W ^*/>8. 3g («: 6 1%) 

] HNMR (CDC 1 3 ) <5:3. 90 (3H, s), 6. 97 (2H, d, J 
20 =9. 0Hz) , 7. 77 (2H, d, J = 9. 0Hz) , 7. 85 (2H, d 
, J = 9. 5Hz) , 8. 16-8. 20 (2H, m) 
FAB-MS (m/e) : 3 3 6/3 3 8 [M + H] + 

2. 6 0g (7. 7 3mmol) 0y^?WA75HM (3 0ml) ll, 
25 t-7^)U N— {2-^^)1-1- (X^77XJWfJW :7°Dfcf;W #;w\* 
;*-h3. 0 g (11. 4mmo 1) MAU>7A2. 0 9 g (15. lmmo 

i) Sin*., i 2 o t CT2TOJnM^bfc„ ^Wkiy^-^ATKM^ 
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fee Mfc4NtfMtoJc#l, 4-^^U->»« (10. 0ml) 

-wst&v. KmmzM&Tizmmbtzo mmz2, 6-)im> (20. 0 

ml) *Jn*., S&& (10. Oml) SSaml/fc. tt»7l, ig&t/£3R# 

D7h^77>f- (A*1r> : ffi8xf;ra7^=4 : 1) K:<fcDffif»U 3 
— rV7'DH;i/-7--hO-5-7x-;P-2 J 3-ykFD-l, 4-^> 
V5P7iffc!> 1. 6 5g OK*: 6 0%) LT#£. 

10 *HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 7Hz), 1. 0 
5 (3H, d, J = 6. 6Hz) , 1. 95-2. 10 (1H, m) , 2. 89 
-2. 99 (1H, m) , 3. 42 (1H, dd, J = ll. 2, 12. OHz 
), 3. 62 (1H, dd, J = 3. 7, 11. 2Hz), 3. 84 (3H, s 
) , 6. 90 (2H, d, J = 8. 9Hz) , 7. 52 (2H, d, J = 8. 9 

15 Hz) , 7. 76 (1H, d, J = 8. 3Hz) , 7. 99 (1H, d, J = 2 
. 6Hz) , 8. 19 (1H, dd, J = 2. 6, 8. 3Hz) 
FAB-MS (m/e) : 3 5 7 [M + H] + 

XS 2 r&ZtLfc 3 -< r V?U ¥)V- 7 h P - 5 -7iZJ|/- 2 , 3 -5? 
tHD-1, 4-^> % /^7iftr> 1. 5 8g (4. 4 3mmol) ©5^5 
20 kHD77>MlOmn:h'J7MPii (3. Oml) Wni 30 
%Mmt?m^ (1. Oml) **9O'C0ffl«T?»JnLfc. Wl**7«, S£4& 

25 t (10. 0 m 1 ) £ JlJ*-, 2 8 8 m'g £i£U 0 "C <DM.mT*fc* fc&jbD b 

*7A^D7h^77^f- (A^D-V^Kl^H^f^l : 1) CfcOffi 
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«U 3— (V7°U\d)l-7 -~ ND-5-7xZjV2, 3, 4, 5, -fh7 
tHD-lJf-lA 6 , 4-^>l/^7ift:>- 1, l-^XDPT^U't 
T-a (4 0 8mg) :fccfctfb (5 3 0mg) £^&©«£j&#)£LT#£: 

o 

5 ^77Tl/t7-a 

^NMR (CDC1 8 ) 6:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 70-1. 81 (1H, m) , 3. 01 
(1H, dd, J = ll. 4, 14. 0Hz) , 3. 37 (1H, dd, 3 = 2 
. 3, 14. 0Hz) , 3. 44 (1H, ddd, J = 2. 2, 5. 0, 11. 
10 4Hz), 3. 85 (3H, s) , 5. 71 (1H, s), 5. 88 ( 1 H, d 
, J = 2. 3Hz) , 6. 51 (1H, dd, 3 = 2.' 3, 8. 4Hz) , 6. 
94 (2H, d, J = 8. 6Hz) , 7. 31 (1H, d, J = 8. 6Hz) , 
7.8 8 (1H, d, J = 8. 4Hz) 
FAB-MS (m/e) : 3 6 1 [M + H] + 
15 S?7XfVt7-b 

X HNMR (CDC 1 3 ) 5:0. 93 (3H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J=6. 7Hz), 1. 85-1. 99 (1H, m), 2. 90 
-3. 00 (lH.m), 3. 30-3. 40 (2H, m), 3. 8 2 (3H, 
s) , 5. 73 (1H, s) , 6. 08 ( 1 H, d, J = 2. 4Hz) , 6. 6 
20 1 (1H, dd, J = 2. 4, 8. 5Hz) , 6. 90 (2H, d, J = 8. 6 
Hz) , 7. 26 (1H, d, J = 8. 6Hz) , 7. 89 (1H, d, J = 8 
. 5Hz) 

FAB-MS (m/e) : 36 1 [M + H] + 

25 

mmm 1 1 8 

fc&WM 115 7 (DUB 

VT^T-VX^-a (Ar:7-N0 2-Ph;R 1 :H;R 2 :H;R 3 : i - 
Pr ;R 4 :H; R 5 : 4-Me O-Ph ; n = 0) 
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J HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 8 Hz) , 0. 9 
6 (3H, d, J = 6. 8Hz), 1. 65-1. 78 (1H, m) , 2. 49 
(1H, dd, J = 10. 3, 13. 9Hz) , 2. 98 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 06 (1H, m) , 3. 86 (3H, s) , 5. 4 
5 8 (1H, s) , 6. 97 <2H, d, J = 8. 8Hz) , 7. 33 (2H, d 
, J = 8. 8Hz) , 7. 49 (1H, d, J = 2. 5Hz) , 7. 75 (1H 
, d, J = 8. 4Hz) , 7. 92 (1H, dd, J = 2. 5, 8. 4Hz) 

FAB-MS (m/e) : 3 5 9 [M + H] + 
^77rVt7-b (Ar : 7-N02-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
10 Pr;R 4 :H; R 5 : 4 -Me O-P h ; n= 0) 

*HNMR (CD C 1 3 ) 6:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
5 (3H, d, J = 6. 7Hz) , 1. 90-2. 10 (1H, m) , 2. 75 
-2. 85 (1H, m) , 2. 90-3. 05 (2H, m) , 3. 84 (3H, 
s) , 5. 64 (1H, s) , 6. 93 (2H, d, J = 8. 8Hz) , 7. 2 
15 5 (2H, d, J = 8. 8Hz) , 7. 58 (1H, d, J = 8. 5Hz) , 7 
. 63 (1H, d, J = 2. 3Hz) , 7. 93 ( 1 H, dd, J = 2. 3, 8 
. 5Hz) 

FAB-MS (m/e) : 3 5 9 [M+H] + 

20 mmm 119 

it&mm 1159 omm 

^TXfl/tT-a (Ar : 7-N3-Ph ; R l : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R 5 : 4-MeO-Ph ; n = 2) 
J HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J =6. 8Hz), 0. 9 
25 6 (3H, d, J = 6. 8Hz) , 1. 7 0-1. 8 2 (1H, m) , 3. 05 
(1H, dd, J = ll. 8, 14. 0Hz) , 3. 41 ( 1 H, dd, J = 2 
. 0, 14. 0Hz) , 3. 48 (1H, ddd, 1 = 2. 0, 5. 0, 11. 
8Hz), 3. 85 (3H, s), 5. 73 (1H, s) , 6. 31 (1H, d 
, J = 2. 4Hz) , 6. 96 (2H, d, J = 8. 5Hz) , 7. 03 (2H 
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, dd, J = 2. 4, 8. 4Hz) , 7. 29 (2H, d, J = 8. 5Hz) , 

8. 12 (1H, d, J = 8. 4Hz) 
FAB-MS (m/e) : 3 8 4 [M + H] + 

VTZf-UXV-b (Ar:7-N3-Ph;R':H;R 2 :H;R 3 : i-P 
5 r;R 4 :H; R 5 : 4-MeO-Ph ; n=2) 

: HNMR (CDC 1 s ) 6:0. 94 (3H, d, J = 6. 7Hz), 0. 9 

8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 

-3. 04 (1H, m) , 3. 3 5-3. 5 0 (2H, m) , 3. 82 (3H, 

s) , 5. 76 (1H, s) , 6. 54 (1H, d, J = 2. 2Hz) , 6. 9 
10 2 (2H, d, J = 8. 6Hz) , 7. 09 (1H, dd, 1 = 2. 2, 8. 5 

Hz) , 7. 23 (2H, d, J = 8. 6Hz) , 8. 13 (1H, d, J = 8 

. 5Hz) 

FAB-MS (m/e) : 3 8 7 [M+H] + 

15 mmm 1 2 0 

JfrfrteflU 1 6 (Ar : 7-MeQ-Ph ; R 1 : H ; R 2 : H ; R 3 : 

i-Pr ;R 4 :H; R 5 :Ph;n = 0) 
'HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J = 6. 8Hz), 0. 9 

5 (3H, d, J = 6. 8Hz) , 1. 5 5- 1. 7 5 (1H, m) , 2. 38 
20 (1H, dd, J = 10. 8, 13. 8Hz), 2. 84 (1H, dd, J = 2 

. 1, 13. 8Hz) , 3. 00-3. 08 ( 1 H, m) , 3. 58 (3H, s 

) , 5. 66 (1H, s) , 6. 14 (1H, d, J = 2. 7Hz). 6. 62 
(1H, dd, J = 2. 7, 8. 3Hz) , 7. 2 5 -7. 4 5 (5H, m) , 

7.5 6 (1H, d, J = 8. 3Hz) 
25 * FAB-MS (m/e) : 3 1 4 [M+H] + 

mmm 1 2 1 

.^77fVn-a (Ar : 3, 4-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 



WO 02/053548 PCT/JP01/11267 

174 

: i-Pr ;R 4 :H; R 5 : Ph ; n = 0) 

'HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 6 7 - 1. 8 0 ( 1 H, m) , 2. 46 
(1H, dd, J = 10. 5, 14. 1Hz) , 2. 98 (1H, dd, J = 2 
5 . 1, 14. 1Hz) , 3. 10 (1H, ddd, J = l. 9, 4. 9, 10. 
5Hz) , 5. 54 (1H, s) , 6. 64 (1H, d, J = 6. OHz) , 7 
. 3 5-7. 4 6 (5H, m) , 8. 21 (1H, d, J = 6. OHz) , 8. 
7 8 (1H, s) 

FAB-MS (m/e) : 2 8 5 [M + H] + 
10 ^TXxl^T-b (Ar : 3, 4-Pyr idyl jR^HjR^HjR 3 
: i -P r ; R 4 : H ; R 5 : Ph ; n = 0) 

^NMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 

5 (3H, d, J = 6. 6Hz) , 2. 00-2. 12 ( 1 H, m) , 2. 75 
-2. 85 (1H, m) , 2. 95-3. 00 (2H, m) , 5. 64 (1H, 

15 s) , 6. 80 (1H. d, J = 5. 9Hz) , 7. 2 8-7. 4 3 (5H, m 
) , 8. 23 (1H, d, J = 5. 9Hz) , 8. 66 ( 1 H, s) 
FAB-MS (m/e) : 2 8 5 [M + H] + 

mmm 122 
20 jt&mm i28i omk 

3?7XfW"7-a (Ar : 3, 4-Py r i dy 1 ; R 1 : H ; R 2 : H ; R 3 
: i-Pr;R 4 :H; R s :4-PhCH2O-Ph;n=0) 
'HNMR (CD C 1 3 ) 6:0. 95 (3H, d, J = 6. 9Hz) , 0. 9 

6 (3H, d, J = 6. 9Hz) , 1. 6 5-1. 8 0 (1H, m) , 2. 45 
25 (1H, dd, J = 10. 4, 14. OHz), 2. 94 (1H, dd, J = 2 

. 0, 14. OHz) , 3. 10 (1H, ddd, J=2. 0, 4. 9, 10. 
4Hz) , 5. 10 (2H, s) , 5. 46 (1H, s) , 6. 69 (1H, d 
, J = 5. 9Hz) , 7. 04 (1H, d, J = 8. 7Hz) , 7. 29-7. 
47 (5H, m) , 7. 28 (1H, d, J = 8. 7Hz), 8. 22 (1H, 
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d, J = 5. 9Hz) ,8.76 ( 1 H, s) 

FAB-MS (m/e) : 3 9 1 [M+H] + 
^T^x^T-b (Ar : 3, 4-Pyridyl ; R 1 : H ; R 2 : H ; R 3 
:i-Pr;R 4 :H; R 5 : 4 -Ph CH2 O-P h ; n = 0) 
5 1 HNMR (CDC1 3 ) 6:0. 95 (3H, d, J = 5. 7Hz) , 0. 9 

5 (3H, d, J = 5. 7Hz) , 1. 98-2. 10 ( 1 H, m) , 2. 71 
-2. 82 (1H, m), 2. 95-3. 00 (2H, m) , 5. 08 (2H, 
s) , 5. 58 (1H, s) , 6. 82 (1H, d, J = 5. 8Hz) , 7. 0 
0 (2H, d, J = 8. 7Hz) , 7. 10 (2H, d, J = 8. 7Hz) , 7 

10 . 25-7. 43 ( 5 H, m) , 8. 23 ( 1 H, d, J = 5 . 8 H z ) , 8. 

6 5 (1H, s) 

FAB-MS (m/e) : 3 9 1 [M+H] + 

mmm 123 
15 <k&mm 1288 (Dtm 

^f^?-a (Ar : 2, 3-Pyridyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R 5 : Ph; n = 0) 
l HNMR (CD C 1 3 ) 5:0. 97 (3H, d, J = 6. 4Hz) , 0. 9 

7 (3H, d, J = 6. 4Hz) , 1. 7 0- 1. 8 0 ( 1 H, m) , 2. 64 
20 (1H, dd, J = 9. 8, 14. 1Hz), 3. 01 ( 1 H, dd, 1 = 2. 

1, 14. 1Hz) , 3. 02-3. 12 (1H, m), 5. 44 (1H, s) 
, 6. 85 (1H, dd, 1 = 2. 0, 7. 9Hz) , 6. 95 (1H, dd, 
J=4. 8, 7. 9Hz) , 7. 3 0-7. 4 3 (5H, m) , 8. 29 (1H 
, dd, 1 = 2. 0, 4. 8Hz) 
25 FAB-MS (m/e) : 2 8 5 [M + H] + , 

^7^fl/t7-b (Ar : 2, 3-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R 5 : Ph ; n=0) 

X HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 2Hz) , 0. 9 
6 (3H, d, J = 6. 6Hz) , 1. 86-2. 01 (1H, m) , 2. 80 
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-2. 90 (1H, m) , 3. 05-3. 11 (2H, m) , 5. 56 (1H, 
s) , 6. 9 2-6. 9 6 (2H, m) , 7. 2 8-7. 4 2 (5H, m) , 8 
. 28-8. 30 (1H, m) 
FAB-MS (m/e) : 2 8 5 [M+H] + 

5 

mmm 1 2 4 

it^mm 12 9 1 tpgjfi (Ar:5, 6 - P y r i d y 1 ; R 1 : H ; R 2 : H ; 
R 3 : i-Pr ;R 4 :H; R 5 :Ph;n = 0) 

J HNMR (CD C 1 3 ) 5:0. 97 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 7 Hz) , 1. 65-1. 80 (1H, m), 2. 48 
(1H, dd, J = 10. 8, 14. 1Hz) , 2. 9 5-3. 0 5 (2H, m 
) , 5. 68 (1H, s) , 7. 02 (1H, dd, J=4. 7, 7. 6Hz) 
, 7. 27-7. 46 (5H, m) , 7. 88 ( 1 H, dd, J = l. 7, 7. 
7Hz) , 8. 32 (1H, dd, J = l. 7, 4. 8Hz) 
15 FAB-MS (m/e) : 2 8 5 [M + H] + 

mum 

20 ®MkM 1 

fo&oam 1116 (Dtt&m 4 5 <m> 
nMmz?9* 9 s??j* 1 5 
%m 7 5 

25 # ^t;«fcAnx* y-t ;i^y £ u 



MCTJ2 

1116 ©ft£-#J 4 5 (SB) 
M» 1 5 
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1$ 16 

&&&±)Vu-z 2 l 
M®*3 o 

5 ^-(^im WigftibT&jiU »T«JLT 141-177/im 
lfaHbff>J3 

io r^ymti^y^jxAU^nxxjm^h, a^i omm©^j£fmi/fc. 
^K^j2 0^"e#e>nfc^ra©9 o«tT^ittt;i/D-7i o$ 
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m * o m 

i. 




5 R'fcfcjcSSKiP, C x -C 6 7)l^)Vm (fib, n-^JI/gWJSK) > 

-has, Ao^>if, tFP^>l, *;i/5;i/7$/ 

10 ^©^fB^b<^tSfPOC 3 -C 9 ItW», 77MJH, N-T^;W 

^i/7s;*, n, N-y77M;V75;i, 7^;MMk*^>^ 7^;i/* 

s/l, n, N-^TU-^T^ys, 7U-;p^->*, 7 u -jvtjv*-;!' 

15 -;px;I/^-;pt 5 j c x - c 6 tjv^jvt $ J n - r u - ;i/7 ^ 

;c,-c 10 7)V^-)Vij)vn^ )vm, n - 7 u -;i*;i^:=;Kr $ / c x - c 6 
7;i^n^^;i/fc;vs, 7U-;^;i'7 7 ; E-i';i/S, 7U-;i/x;i/7T ; E-f;^ 
*^>s, 7U-;i/x;i^7r ; &-r^c 1 -c 10 7;i/^;p*;i/7t ; E'f 7<j- 
7 ^e-r x - c 6 rivu ^yts)Vt^)vm. n - 7 u -;p*;wt^-r ^ 

20 & 7U^(JVm, 7D*vI, N-TP-fM, N- ( N-7D-f^7$;) C 

t - c 1 o 7; wre-f jm, n - 7 o -f ;P7 5 / c x - c 6 7;^ * ~>#;u 
c 2 -c 6 7;u*y -f;i/», c 2 -c 6 7;^/-r N-c 2 
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-C t 7MS'()l7$;&* N, N-y-C 2 -C 6 7M;-f^75yI, N 
-Cj-C.^l^TS/afc N, N-v-Cj-CeTJWl/T^/S, N-C 

i-CjoT;^;^^;^;^ n. n-v- Ci-c^i^k^ww 
N-c 2 -c 6 7;^n;^;i/;w;us, n, n-v-c 2 -c 6 7;i^-~ 
5 Jkfrjwwji^ N-7^y c 1 -c 10 7;w^jww;^ N-d-c 

6 7;i/3 C ! - C J oTMM^t'f Jl'S* N- C j — C 6 7JV3 *z/%)l# 

-ji/Ci-c ! 0 7;^;u*;w\^^;i/X, n- c x - c 6 7)V3^ ; yiu^^)i7 
5/Cj-c ! 0 7;v^;^;w\*^;^, n- c a - c 6 7;un^^*;i/fc;u7 

S/Cj-CeT^+^M-M, c r c 6 7Mmi, N-C a -C fl 

io 7)V^)V7.)Vy7^ n, N-> ? -c 1 -c 6 7;i/^;i/x;V7 7 ; e'f;vs, 
c 1 -c 6 7;i/^x;V7^-;^ c 1 -c 6 7;wi'7.;^-;us, c^Ce 
T;vn^5/3fe, c 1 -c 6 7^n^->^;^-;vs> 7syc 1 -c 6 7;w>' 

N-C 3 -C 6 ^D7fW$;l, N, N-v-C 3 -C 6 
'^nr^WSy^ C 3 -C 6 ->^D7MM+yS> N-C 3 -C 6 '> 
15 ^PTWAMt'fjH, N, N - i? - C 3 - C 6 y ^ a 7MJ W ^A't-f 

Hit^u < tt^tt«o«a?p«L/ < te^ifti© c 1 - c jtra^ c ! - c 6 7;un 

20 C r C 6 7^WtS, N-C 1 -C e 7W75y«, N-C x - 

c 6 7;w^;p*;w\* ; E-r;i'*, N-c 1 -c 6 7;wi/^*;wt ; E'r;vs^e,^ 

7 - c 1 5 M^^smsx« 5 if l < i* 6 a onuKauiif t < 

25 TSl&^b3£tt©«3lS35f#IS£ (5XB61©tiII$i<„ ) , 

Aril tK^JI^ 7^F*. 75 7*, *;W^j|/75 

;Ul,#cg, nhp«, AD^VSf, kFn+yS, *;i/5;i/7S 
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75 /S, N, N-^7U-JP7$yS, 7U-;i/**^*, 7U-;i/x;Ms- 

7U-;^;p*=;i/**^*, N-7U-;i^;i/*~;i/r$/a, n-7 
5 u-;v^;^-JP7^y c 1 -c 6 7;wv7ays, N-7U-;vx;^n;p7 
5 y c j - c j 0 7)V^rM)vh^ n - 7 u -;wx;1/*j-;P7 s j c x - c 

6 7)V3*i/fi)l-#-)lM. 7 V-)V7s)l7 r^JVm. 7^)-)V7,)ly7^ 

7 ^-f ;uc x - c 6 7;i/3 ^>#;M*-;i/*> n - 7 u -;^;i//\ ,; e-r 

10 )Vm> 7P<JH> 7D+i/I, N-7D<;H, N— ( N-70-f;V75/) 

c 1 -c 10 7;w^;w^<;i/S, N-7o-f;v7^y c 1 -c 6 7;pn^>^ 
c 2 -c 6 7;v7jy-f;vs> c 2 -c 6 7;^y-r;i/^^*> n-c 
2 -c 6 7;i/*y<;i'75ys, n, N-p-c 2 -c 6 7)V^y^)V75./&, 
N-c 1 -c 6 7;^;i/7^yx, n, N-^-c 1 -c 6 7;^;i/75ys, n- 
15 c l -c 1 ,7MJW;wtt'fjn ( n, n->>- c 1 -c 10 7;p+;i'7j;i/n ; E 
N-c 2 -c 6 7;W7--;uyj;wt^-r;^> n, n-s?-c 2 -c 6 7;i^t 

- c 6 7;i/3 ^->c ! - c 1 0 7;wv^;w\* ; e-f n - c , - c 6 7;vn^ v# 

;M*-;PC ! - C 10 7)V^M)W^^)V^ N-C 1 -C 6 7 >3*->7J 

20 ;i/7$y c 1 -c 10 7;wu*;wN* : E-r;us, N-c 1 -c 6 7;i/3^->7j;i/^n 

-c 6 7;^;ux;u7T ; e-r;^ n, N-^-c 1 -c 6 7;wwx;W77 ; e-r 
ji/S, c 1 -c 6 7;wwx;V7>f n;^, c 1 -c 6 7;w+jvx;i/*-;ws, c x 
-c 6 7;i/n4 i vS, c 1 -c e 7^3*s/*;w#=;HS, 75 y c 1 -c e 7;W3 

25 ^S/^jfc N-C 3 -C 6 y^D7W75/l, N, N-y-C 3 - 
C e y^D7MJP75/I, C,-C,^nm;W*'>Jt, N-C 3 -C 6 

•>^d7;^j^jp;^^;HI, n, N-^-c 3 -c a ^D7;^;i'*;wt ; e 
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mm^is < ti##Mo>mmv< Humane , - c jmmm, c , - c 

c 6 7)v^M)vn^ Jim. n-c x - c 6 7)v^-)v^ts)vn^ )im^u 

7-c 16 ^t!SSxtt5fu<tt6i©iiis, *u<t4ss*js : p, mm 

io tisiS- 

3. R 3 fr\ C 2 -C 6 7)l*r)im (fib, n-^HStt&O 
|»*H ItB*©^;^*. 

4. R 4 fr\ TK^^XttCi-CaT^^S-rftSa^lKlBBa© 
15 ft^tlo 

«yi*#bT^T%)J:VJ*3l«!»jlUfc©11tfta6^ 7jc*H^> 75? 75 

y7/i, -bo*, ADy>js^ tHP^/i, if©«t 
20 <\ttmm<Dc 3 -c 9 mffimm, Tyji^jvm. N-r^JWirssm. 

u-;u*. n-7U-;u75/s, 7U-;u^->s, 7U-;^;u*-;was, 
7 u ^n;^* n - 7 u ;i^^;i/7 * >> c x - c « 7;m * 
^i^-^g, 7U-;px;^7 ; e<^s, Tv—^jvyr^jv^^ 
25 , 7U-;wx;P7 7 ; E'f;vc 1 -c 10 7;w^;wi ; e-f;i/*, 7U-;v^;P7 
T : e-i';vc 1 -c 6 7;i/n^r^;v^-;^ n-7'J-m;w^^H, rn 
-r;i/S> 7p^'>s, n-7p^;h, c r c 6 7w;-fM, c 2 -c 6 7;p 
t>;^)V**c*sm, N-c 2 -c 6 7^/'f;i/7$ys, n, n-> j -c 2 -c 
6 7;u*y^;P7$ys, N-c,-c,7;vW5;i, n-c 1 -c 10 7;^ 



WO 02/053548 PCT/JP01/11267 

182 

;p*;wt*^;pas, n, n-s?- c^c^t^m^a^;!/^ n-c 2 
-CsT^er-^^A^-r^s, n, N-^-c 2 -c 6 7;^-;i/^;w\* ; e-r 

c i - c ! 0 7;w*;w*;wtqE-f n - c x - c 6 7;un ^^^;v#-;i/C x - c 

N-C 3 -C 6 ^D7M;V7Syl, C s -C,^D7Km 
N-C,-C,J'^D7W*M ; E^i, -rs^yy^x;^ <5 

xb7kKn77-JH, tf^yuvx;^ fc^yyx;),g, 
io tf^vx;^ twjv>n;i/g, tfpu^n;!/*, tfoyxjug, ^Ejwjy 
s> <y:t*+h/u;i/g, -ry^7yy;i^, -f^yy;^, w/'JM 
> **iH>7yu;vak ^7yu;ps, ^7^7yu;u«, ^x-^s, hU7 

yu;v«, trny;pg, t!^-;us, yu;us, 7*us^;ws, -fy+yu^ 

*;wtyu;v», *±yyx;i^ ^y+tJ-u-;^ *yu;pak * 

^>yy^-;^ y^>^t7ir;H, y>/'J-JH, ?tt7f-;P 
^-y^U^x;^ 7ity-iH> 7it+D-5?=M, ^>y-T5^y 

20 u;i^6, ^>y^+h/u;v*, **>y^7Vu;nk ^>yhU7yu^s, 

^>V*77^S, -yhHo^>yy^x;i/S, /?k>^y7i-JHT 
fctK l^Vib35RttOC 7 -C 1B K*»^!ia£*«» 7ir^y5 L l^-;P», 7^ 

»6jioiKsmsx^ -rvtwjm -fy^ryy;^, -fs^yy^s 
25 > **wv)vm, ^7yu;us, t^vWj^s, ^x-;us, hU7yu 
tfu^;m, tr^^x;^, tfua^x;us, tru^x;i/», tr^yy 

JK^ ^ Dgtf nsiESIiH^ 1 H^Sfc 0 1 U 5 ilt§ 1 fcv> 
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, -rv*/u;i^ f;<>F'jiH. 4>W))vm* ofujh, -f >f 
^/^u-u-;vs, *yu;i/g, ^ut-m, ^v^dt-^ 7a*-;i/ 

& 7it>^'J^JH> 7xt>XD'J^PS> ^>y7^-;i/S> ^ 
it^ii-y^iH, 7x;f7^JH, 77 5^-;^ 7"f'Jy-;i/S, 7° 

ij-;h, ^>7W5;yVy;vs> ^i/rt^/u^ ^>v^7yu;vx 

fWfl/>my7x-;H-e^§M l KfEltcDfb'&tio 
10 6. Ar\Z&^T, &m%mm&&. 7x-M, ±73Ml/Sl!&D 

5 7»> *;w\^-r;i/*, ^Mt-f^Ts;!, ^w^-r^^as, ts)V 

$*z/)Vm. s s7Jm. -hoS, AD^>J©^ hFD^S, mviomi^ 

b<\t^fma<Dc 3 -cjmmm> 77Wi> N-7?;i/3MKT5y*> 7 
15 ^wi^^s, 7^^^;^;^-;^, N-7^;w^;wt ; E-r;i/S^ 
7U -;i/*> N-7U-;i/7^7S> 7U-;p^->*, 7U-;W7;^^;i/S 
, 7U-^7;p^-ji/^sy*, N-7U-;i'7;^-;i/75 7c 1 -c 6 7;m 
7U-;P7;i/7T ; &-f;^ 7U-;p7;1/7t ; e-i';1'^v 
7U-;i/7;i/7T ; &-r;Pc 1 -c 10 7;i'+;^;w^-r;i/S, 7U-;i/7JU 
20 7rH ;i/C 1 -c 6 7;m+5y*;i'fc;i'«, N-yu-^Mt^M, 7 
o^;i/», 7n^sy^ N-7D-fM, c 2 -c 6 7;^7^;^ c 2 -c 6 
7;^7-r;^^^, n-c 2 -c 6 7jw;^jp75;$, n, n-^-c 2 
-c 6 7M/-<jp7s;i, N-c 1 -c 6 7;i/^;i/7^ys, n-c^-c^ 

25 -c 2 -c 6 7;u^:i;i^;ww;i^ n, N-^-c 2 -c 6 7;i/y^;u^;wt 
t-r;i/S, N-75/c 1 -c 10 7;w^;w^-f;i/S, n-c 1 -c 6 7;U3 
+5/ c ! - c j o r^M^n^ n - c x - c 6 7;m^->*;^-;pc i 
-c 10 7;Wk&;wt^r;i/£, c 1 -c 6 7;wv7s;P7^ c r c, 
7;i/3^->*, c 1 -c 6 7;m^^;i/^-;u*, 75yc 1 -c 6 7^n+y 
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fc^-^S, N - C 3 - C 6 P 7)V*)W * 7 36, C 8 - C 6 ^ D 

;M-*^ak N-c 3 -c 6 >'^n7;wi/*;w\* ; E:<;i/», -y^^vu^jus 

, \ZyWM& trpu;vs, tf^-^a, yv)v& T2W-)im, <iv* 
yu;ug, -f y-r >fu;i^ -f>^ % /u;w», -y>fu;vs, x^>5*** 
io y7x-;n, #;wwu;t^ ^yy-^g, */u;i/ 

5?^>77 7-;i/S, y^>W7x-JH, y>;U^JH, 3^7 
f-JH, ^7^US?~;l^ 7xtyrjH, 7xtWy-M, 

5^«/u;wi, ^>ytwyjjn, ^>y^7^u;w«, ^>v>u7v*u 

15 jl& ^> 4 /77-;H, ytHD^>!/77^H, /^l/>^y7x- 
;WST*D, lttViL3*tt©C T -C 16 «*»«»»3fi«, 7-fe^-7^1y-;^ 

, 7^v>^;vs> 7>^u;v*> ^t-jH, 7xt>^y;HT?*D, 5 

20 e^g, tr^v 5 -;^ tfuas^m, t!U^-;H6, tf^yu^g, tfp 
o nsaasirf & 1 mmtz oi^us »rr a 1 u 3 ant© 

25 5?n;WS, i^l/>^^y7x-M, *;WV/U;P*, ^yj-^g, * 
y^'j^i, */yji/g, ^pt-;p3S, -f77Dv-;n, ^p*-;i/g 

, 7x^->7.Uv ? -;l'S, 7xt>7D'Jy;H> ^>V77rM < ~7^> 
W7z^ ?tt7f-M« 7^7^^-;WS, 7x7^7:iJl/g, 7x 
^iJ-^-^g, 7x/f7'7-JH> 7?.5i?-)Vm> 7x'>7~;i/g, 7° 'J 
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